What wc claim is: 

1 . A compound having the Fomiula: 




>3 5 




or a pharmaceudcally acceptable salt thereof, wherein: 
B ia fomiala (V): 



<V) 

1 2 1 _2 1 
wherein D . D . J . j and K arc indcpendentiy selected from the gronp 

consisting of C, N, O, S md a covalcnt bond with the provisos that no more 

than one is a covaleni bond, no more flian one of D^, D^, J^, and is 

no more than one of d\ D^, j\ and is S, one of d\ J^, and 

must be a covalent bond when two of D^. D^. j\ and are O and S, 

and no more thanfourof D^. D^, jV J^andK^ areN; 

R^^ 1?^^ 0^2 „33 ^34 ^35 ^36 

K,K ,K ,R ,R ,R ,R ,R ^R ^ R 

independently selected from the group consisting of hydrido. acctamido, 
haloacetamido, amidino, guanidino, allcylenedioxy, haloalkylchio. 
alkanoyloxy, alkoxy, alkoxyalkyl, haloalkoxylalkyl, hydroxy, amino. 
aJkoxyamino, nitre, lower alkylamino, alkylthio, alkylthioalkyi, alkylsulfmyl. 
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aJkylsulfonyl, alJcylsulfonylaJkyl. aryl. araJkyl. cycloalkyl. cycloalkylaJkyl. 
heteroaryl. heterocyclyl, alkylsulfonamido, alkylaminosuJfonyK 
amidosulfonyl, monoalkyl amidosulfonyl. diaJkyl amidosulfonyl. aJkanoyl, 
haloalkanoyl. alkyl, alkenyl, halo. haloaJkyl. haloalkenyl. haJoaJkoxy. 
5 hydroxyhaloalkyl, hydroxyalkyl. aminoalkyl, haloalkoxyalkyK carboxyalkyl. 
carboalkoxy, carboxy, carboxamido, carboxanudoalkyl. and cyano- 
16 19 32 33 34 ^35 36 

,K. ,K ,K .K , and R are independently optionally 

q'' with the proviso that no more than one of R^^ and R^^ is at the same 

time and that is q''*; 

B is optionally selected from the group consisting of hydrido, 
trialkylsilyl, C2-C8 alkyl, C3-C8 alkylenyl. C3-C8 alkenyl. C3-C8 alkynyl. 
and C2-C8 haloalkyl, wherein each member of group B is optionally 
substituted at any carbon up to and including 6 atoms from the point of 

attachment of B to A with one or more of the group consisting of R^^. R^"^. 
R'%'^.andR^^ 

B is optionally selected from the group consisting of C3-C12 
cycloalkyl and C4-C9 saturated heterocyclyl, wherein eacli ring carbon is 
optionally substituted with R^^, a ring carbon other than the ring carbon at the 
point of attachment of B to A is optionally substituted with oxo provided that 
no more than one ring carbon is substituted by oxo at the same time, ring 
carbons and a nitrogen adjacent to the carbon atom at the point of attachi^ent 
are optionally substituted with R^ or R^^, a ring carix>n or nitrogen atom 
adjacent to the R^ position and two atoms from the point of attachment is 
optionally substituted with R^° a ring carbon or nitrxjgen adjacent to the R^^ 

position and two atoms from the point of attachment is optionally substituted 

12 

with R , a ring carbon or nitrogen three atoms from the point of attachment 
and adjacent to the r'° position is optionally substituted with R* \ a ring 
carbon or nitrogen three atoms from the point of atuchment and adjacent to the 
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12 



10 



R'" position is optionally substituted with R^^, and a ring carbon or nitrogen 

four atoms from the point of attachment and adjacent to the R^ ^ and R^"^ 

34 

positions IS optionally substituted with R : 

A is selected from the group consisting of single covalent bond. 
(W^)„-(CH(R^^))p3 and (CH(R^^))p3-(W^)^ wherein rr is an integer 
selected from 0 through 1 . pa is an integer selected from 0 through 6, and 
is selected from the group consisting of O, S, C(0). (R^)NC(O), (R^)NC(S), 

and N(R^) with the proviso that no more than one of the group consisung of rr 
and pa is 0 at the same time; 

R is selected from the group consisting of hydrido. hydroxy, and 
alkyl; 

15. 

R IS selected from the group consisting of hydrido, hydroxy, halo, 
alkyl, and haloalkyl; 

W IS selected from the group consisting of NH and NOH; 

15 R 1 is selected from the group consisting of hydrido, alkyl, alkenyl, 

cyano, halo, haloalkyl, haloalkoxy, haloalkylthio, amino, aminoalkyl, 
aikylamino, amidino, hydroxy, hydroxyamino, alkoxy. hydroxyalkyl, 
alkoxyamino, thiol, and alkylthio; 

R^ is Z°-Q; 

20 Z° is selected from the group consisting of covalent single bond, 

41 42 

(CR R )q wherein q is an integer selected from 1 through 3, (CH(R'^S)o- 
W"-(CH(R ))p wherein g and p are integers independenUy selected from 0 
through 3 and W° is selected from the group consisting of O. S, C(0). S(0), 
N(R^S. and ON(R^S, and iCHiR'\^.^CHiR'\ wherein e and h 
25 are integers independenUy selected from 0 Uirough 1 and is selected from 
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the group consisting Of Cr'^^=CR^^, 1 .2-cyclopropyl. 1.2-cyclobutyl. 1:2- 
cyclohexyl, 13-cyclohexyl, 1,2-cyclopentyI, 13-cyclopentyl, 23- 
morpholinyl. 2.4-morpholinyl, 2.6-niorpholinyl. 3,4-morpholinyl, 3.5- 
morpholinyl. 1,2-piperazinyl, I3-piperazinyl, 23-piperazinyl, 2,6- 
5 piperazinyl. 1 ,2-piperidinyI. 13-piperidinyK 23-piperidinyl. 2,4-piperidinyl. 
2,6-piperidinyl. 3,4-piperidinyl, 1.2-pyrroIidinyl. 13-pyrTolidinyl. 23- 
pyrrolidinyl, 2,4-pyrTolidinyl, 2,5-pyrTolidinyl, 3,4-pyrrolidinyl, 23- 
tetrahydrofuranyl. 2,4-tetrahydrofuranyl, 2^teirahydrofuranyI, and 3.4- 
tetrahydrofuranyl, with the proviso that Z° is directly bonded to the pyrazinone 
10 ring; 

K and R are independently selected from the group consisting of 
amidino. hydroxyamino, hydrido. hydroxy, amino, and alkyi; 

Q is selected from the group consisting of hydrido, with the proviso 
that Z is other than a covalenl single bond, and the formula (II): 



15 



■ D 




2 



(II) 

wherein D , D , J . J and are independenUy selected from the group 



consisting of C. N, O, S and a covalent bond with the provisos that no more 
than one is a covalent bond, no more than one of d\ j\ and is O, 
no more than one of d\d^,j\ and K^s S. one of d\d^,j\ and 
20 K ^ must be a covalent bond when two of D \ D^, J \ and K ^ are O and S, 

and no more than four of D \ D^, J \ and K ^ are N, with the proviso that 
r9 10 11 12 13 

' K , K , K , and R are each independently selected to maintain the 
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tetravalent nature of carbon, trivaJent nature of nitrogen, the divaJent nature of 
sulfur, and the divalent nature of oxygen; 

K IS (CR^ )q wherein n is an integer selected from 1 through 2: 
_4a 4b 

K and R are independently selected from the group consisting of 
halo, hydrido, hydroxyalkyl. alkyl, alkoxyalkyl. alkylthioalkyl, and haloalkyl; 

E° is E , when K is (Cr'^r'*^^. wherein is selected from the 
group consisting of a covalent single bond, C(0), C(S), C(0)N(R^), 
(R )NC(0). S(0)2, (R )NS(0)2, and S(0)2N(R^); 
Y° is formula (IV): 




5 - ^^^^ 

wherein D . D , J , and J are independently selected from the group 



consisting of C, N, O, S and a covalent bond with the provisos that no more 
than one is a covalent bond, is C, no more than one of D^, J^, and 
is O, no more than one of D^, D^, J^. and is S, one of D^, D^. and 
15 must be a covalent bond when two of D^. J^, and are O and S, and no 
more than four of D^, J^, and are N; 

r16 17 18 ^^19 

. K , K . and R are mdependently selected from the group 

consisting of hydrido, amidino. guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, nitro. alkoxyamino, lower alkylamino, alkylthio 
20 alkylsulfinyl. alkylsulfonyl. alkanoyl. haloalkanoyl, alkyl, alkenyi halo 
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haioalkyK haloalkoxy, hydroxyalkyl, alkylamino, haloaJkoxyalkyl, 
carboalkoxy, and cyano; 

q'' is selected from the group consisting of NR^°R^\ aminoalkylenyl. 
Q^^ wherein Q^^ is hydrido, N(R^V(NR^)N(R^)(R^^, and 

5 C(NR )NR R , with the provisos that no more than one of R^° and R^ ^ 

is hydroxy, amino, alkylamino, or dialkylamino at the same time and that no 
23 24 

more than one of R and R is hydroxy, amino, alkylamino, or 

dialkylamino at the same time; 

p20 21 23 24 25 26 

R , R , R , R , R , and R are independently selected from the 
1 0 group consisting of hydrido, alkyi, hydroxy, aminoalkylenyl, amino, 
dialkylamino, alkylamino, and hydroxyalkyl; 
s . 

Q IS selected from the group consisting of a single covalent bond, 
37 38 

(CR R )^ wherein b is an integer selected from 1 through 4, and 
(CH(R ))^-W -(CH(R^"^))j wherein c and d are integers independently 
15 selected from 1 through 3 and W^s selected from the group consisting of 

C(0)N(R^^, (R^^NC(O), S(0), S(0)2, S(0)2N(R^^, N(R^^S(0)2, and 

14 24 
N(R ), with the provisos that R is selected from other than halo when 

direcUy bonded to N and that (CR^ V^)^, and (CHCr'"*))^ are bonded to E°; 
14. 

R IS selected from the group consisting of hydrido, halo, alkyl. and 
20 haloalkyl; 

o37 38 

K and R are mdependently selected from the group consisting of 

hydrido, alkyl, and haloalkyl; 
38 

R is optionally selected from the group consisung of aroyl and 
heteroaroyi; 
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Y° is optionally Q^Q" wherein is (CH(R^\^-\^.(CH(R^%y^. 
wherein e and h are integers independently selected from 1 through 2 and 
isCR =CR with the proviso that (CH(R is bonded to E : 

Y° is optionally selected from the group consisting of Q^-Q^"^ and Q^- 
Q""^ wherein Q"^^ is (CH(R^^ ^-W^ and Q""' is (CH(r'^),-W^. r is an 
integer selected from 1 through 2, and and are independently selected 
from the group consisung of 1,4-indenyI, l^indenyl. 1.6-indenyl, 1,7- 
indenyl. 2,7-indenyl, 2.6-indenyl. 2^-indenyl, 2.4-indenyl, 3,4-indenyl, 3,5- 
indenyl, 3,6-indenyl, 3,7-indenyl. 2,4-benzofuranyl, 2,5-benzofuranyl, 2,6- 
benzofuranyl. 2,7-benzofuranyl. 3.4-benzofuranyl. 3.5-benzofuranyl, 3,6- 
benzofuranyl, 3,7-benzofuranyl. 2,4-benzothiophenyl, 2,5-benzothiophenyl. 
2,6-benzothiophenyl, 2,7-benzothiophenyI. 3,4-benzothiophenyl, 3.5- 
benzothiophenyl, 3,6-beozolhiophenyl. 3,7-benzothiophenyl, 2,7- 
imidazo( 1 .2-a)pyridinyl, 3,4-imidazo( 1 ,2-a)pyridinyl . 3.5-imidazo( 1 ,2- 
a)pyridinyl, 3,6-imidazo( 1.2-a)pyridinyi. 3,7-imidazo(1.2-a)pyridinyl, 2.4- 
indolyl, 2.5-indoiyl, 2.6-indolyl. 2.7-indoiyl. 3,4-indolyl, 3,5-indoIyl, 3,6- 
indolyl,3,7-indolyl, 1.4-isoindolyl. 1,5-isoindolyl, 1,6-isoindolyl, 2,4- 
isoindolyl, 2,5-isoindolyl, 2,6-isoindolyl. 2,7-isoindolyl, 1,3-isoindolyl, 3,4- 
indazolyl, 3,5-indazoIyI, 3.6-indazolyl, 3,7-indazolyl. 2,4-benzoxazoIyI. 2,5- 
benzoxazolyl, 2.6-benzoxazolyl, 2,7-benzoxazolyl, 3,4-benzisoxazolyl, 3.5- 
benzisoxazolyl. 3,6-benzisoxazoIyl. 3,7-benzisoxazolyl, 1,4-naphthyl, 1.5- 
naphthyl. 1,6-naphthyl, 1,7-naphthyl, 1,8-naphthyl, 2,4-naphthyl. 2,5- 
naphthyl, 2,6-naphthyl, 2,7-naphthyl. 2,8-naphthyl, 2,4-quinolinyl. 2,5- 
quinoHnyl, 2,6-quinolinyl, 2.7-quinolinyl. 2,8-quinolinyl, 3.4-quinolinyl. 3,5- 
quinolinyl. 3.6-quinolinyl, 3.7-quinolinyl, 3.8-quinolinyl, 4,5-quinolinyl, 4,6- 
quinolinyl, 4,7-quinolinyl, 4,8-quinolinyl, 1,4-isoquinolinyl, 1,5- 
isoquinolinyl. 1,6-isoquinolinyl, 1,7-isoquinolinyl, 1,8-isoquinolinyl. 3,4- 
isoquinolinyl, 3,5-isoquinolinyl, 3,6-isoquinolinyI. 3,7-isoquinolinyl, 3.8- 
isoquinolinyl, 4,5-isoquinolinyl, 4.6-isoquinolinyl, 4.7-isoquinolinyl. 4,8- 
isoquinolinyl. 3.4-cinnolinyl. 3.5-cinnolinyl, 3,6-cinnoliDyl. 3,7-cinnolinyl. 
3,8-cinnolinyl. 43-cinnolinyI, 4.6-cinnolinyl, 4,7-cinnolinyl, and 4,8- 
cinnolinyl, and each carbon and hyrido containing nitrogen member of the ring 
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of the and of the ring of the other than the points of attachment of 
and is optionally substituted with one or more of the group consisting of 
R ,R , \ and R^^ with the provisos that Q** is bonded to lowest 
number subsutuent position of each W^, is bonded to highest number 
substituent position of each W^, and (CHCR^^))^ is bonded to E°. 

2. The compound as recited in Claim I having the Formula: 

>1 




10 



o 

or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of aryl and heteroaryl wherein a 
carbon adjacent to the carbon at the point of attachment is optionally substituted 
by R , the other carbon adjacent to the carbon at the point of attachment is 
optionally substituted by R , a carbon adjacent to R^^ and two atoms from 

the carbon at the point of attachment is optionally substituted by R^^, a carbon 
36 

15 adjacent to R and two atoms from the carbon at the point of attachment is 

optionally substituted by R^^, and any carbon adjacent to both R^^ and R^^ is 



34 

substituted by R ; 



R^^ R^^ D^^^ , „36 

, K , K . and R are mdependendy selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino 
2 0 alkylenedioxy. haloalkylthio, alkanoyloxy, alkoxy, hydroxy, amino. 
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alkoxyamiDO, haloalkanoyl. nitro. lower alkylamino, alkylthio. aryl. aralkyl. 

cycloalkyl. cydoalkylalkyl. heteroaryl, heterocyclyl, alkylsulfonamido, 
amidosulfonyl. monoalkyl amidosulfonyl, diaJkyI amidosulfonyl. alkyl, 
alkenyl. halo, haloalkyl, haloalkenyl. haloalkoxy, hydroxyalkyl. alkylamino. 
5 carboalkoxy, carboxy. carboxamidc. cyano, and Q^; 

B is optionally selected from the group consisting of hydrido 
trialkylsilyl, C2-C8 alkyl, C3-C8 alkylenyl, C3-C8 alkenyl. C3-C8 alkynyl, 
and C2-C8 haloalkyl. wherein each member of group B is optionally 
substituted at any carbon up to and including 6 atoms from the point of 
1 0 attachment of B to A with one or more of the group consisting of R"^^. R^^ 
R'%'',andR^^: 

B is optionally selected from the group consisting of C3-C12 
cycloalkyl and C4-C9 saturated heterocyclyl. wherein eac'h ring carbon is 
optionally substituted with R^^, a ring carbon other than the ring carbon at the 
15 point of attachment of B to A is optionally substituted with oxo provided that 
no more than one ring carbon is substituted by oxo at the same time, ring 
carbons and a nitrogen adjacent to the carbon atom at the point of attachi^ent 

are optionally substituted with R^ or R^^ a ring carbon or nitrogen atom 

9 

adjacent to the R position and two atoms from the point of attachment is 

20 optionally substituted with R^% ring carbon or nitrogen atom adjacent to the 

R position and two atoms from the point of attachment is optionally 

substituted with R^^. a ring carbon or nitrogen atom three atoms from the point 

of attachment and adjacent to the R^° position is optionally substituted with 
11 

R , ^""g carbon or nitrogen atom three atoms from the point of attachment 

25 and adjacent to die R^^ ^^^.^.^^ optionally substituted with R^^, and a ring 

carbon or nitrogen atom four atoms from the point of attachment and adjacent 

11 33 o>i 
to ttie R and R positions is optionally substituted with R ; 
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r9 10 11 12 13 

K , K , K . K , and R are independently selected from the 
group consisting of hydrido. acetamido. haloacetamido. alkoxyamino, 
alkanoyl, haloalkanoyl, amidino. guanidino, alkylenedioxy. haloalkylthio, 
alkoxy. hydroxy, amino, lower alkylamino, alkylthio, alkylsulfmyl. 
5 alkylsulfamido, alkylsulfonyl, amidosulfonyl, monoalkyl amidosulfonyl. 
dialkyl amidosulfonyl, alkyl. halo, haloaJkyl. haloaJkoxy, hydroxyalkyl. 
aminoalkyi, carboalkoxy. carboxy, carboxyalkyl. carboxamido, and cyano: 
A is selected from the group consisting of single covalent bond and 
(CH(R ))pa-( W )^ wherein rr is an integer selected from 0 through I . pa is 
1 0 an integer selected from 0 through 3. and is selected from the group 
consisting of O, S, C(0), (r'^)NC(O), (R^)NC(S), and NCr"^); 

R is selected from the group consisting of hydrido, hydroxy and alkyl; 
15. 

R IS selected from the group consisting of hydrido, hydroxy, halo, 
alkyl, and haloalkyl; 



15 



20 



R is selected from the group consisting of hydrido, alkyl. cyano, 
halo, haloalkyl. haloalkoxy. amino, aminoalkyi, alkylamino, amidino, 
hydroxy, hydroxyamino, alkoxy, hydroxyalkyl, alkoxyamino. thiol, and 
alkylthio; 

Z° is selected from the group consisting of covalent single bond and 
41 42 

(CR R )q wherein q is an integer selected from 1 through 2, (CH(r'*^))„- 

W-(CH(R ))p wherein g and p are integers independenUy selected from 0 

through 3 and W° is selected from the group consisting of O, S. and N(R^^), 

and iCH(R^\.y^^\cH(R'\ wherein e and h are integers independently 

25 selected from 0 through 1 and W^^ is selected from the group consisting of 
41 42 

CR =CR , 1,2-cyclopropyl. 1,2-cyclobutyl, 1,2-cyclohexyI. 13- 
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cyclohexyl, U-cyclopentyl. 13-cyclopentyI. 23-morpholinyl, 2,4- 
morpholinyl, 2,6-inoTphoIinyl, 3.4-morpholinyl. 3,5-morpholinyl, 1,2- 
pipcrazinyl, U-piperazinyl. 23-pipera2inyl. 2,6-piperazinyl, 1-2-piperidinyl. 
13-piperidinyl, 2J-piperidinyl, 2,4-piperidinyl, 2,6-piperidinyl. 3.4- 
piperidinyl. 1^-pyrrolidinyl. 13-pyrrolidinyl. 23-pyrrolidinyI, 2.4- 
pyrrolidinyl, 2.5-pyiTolidinyl, 3.4-pyrTolidinyl, 23-tetrahydrofuranyl. 2.4- 
tetrahydrofuranyl, 2,5-tetrahydrofuraiiyl, and 3,4-tetrahydrofuranyI, with the 
proviso that Z is directly bonded to the pyrazinone ring; 
_41 42 

K and R are independently selected from the group consisting of 
hydride, hydroxy, and amino; 

Q is selected from the group consisting of hydrido, with the proviso 

that Z is other than a covalent single bond, aryl, and heteroaiyl, wherein a 

carbon adjacent to the carbon at the point of attachment is optionally substituted 
9 

by R .the other carbon adjacent to the carbon at the point of attachment is 

optionally substituted by R , a carbon adjacent to R^ and two atoms from the 

carbon at the point of attachment is optionally substituted by R^° a carbon 
13 

adjacent to R and two atoms from the carbon at the point of attachment is 
optionally substituted by R^^, and any carbon adjacent to both R^° and R^^ is 
optionally substituted by R^ ^ 

K is CHR wherein R is selected from the group consisting of 
hydrido. hydroxyalkyl, alkyl. alkoxyalkyl. alkylthioalkyl, and haloalkyl; 

E is selected from the group consisting of a covalent single bond, 
C(0)N(H), (H)NC(O), (R^)NS(0)2, and SCOjNCR^); 
is formula (IV): 
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(IV) 

Wherein D , D . J . and J are independenUy selected from the group 
consisting of C, N, O, S and a covaJent bond with the provisos that no more 
than one can be a covalent bond, K is C, no more than one of D^, D^, J^, 

5 and can be O. no more than one of D^, J^. and can be S. one of D^, 

_6 5 6 5 6 S ^^ 

D , J , and J must be a covalent bond when two of D , D . J , and J are O 

and S. and no more than four of D^, D^. J^, and can be N. with the 

provisos that R R R and R are each independently selected to 

maintain the tetravalent nature of carbon, trivalent nature of nitrogen, the 
1 0 divalent nature of sulfur, and the divalent nature of oxygen- 
pl6 17 18 ^^19 

*^ , K , K , and R are independently selected from the group 
consisting of hydrido, amidino. guanidino. carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, alkoxyamino, lower alkylamino. alkylthio, alkylsulfinyl, 
alkylsulfonyl, alkanoyl. haloalkanoyl, alkyl. halo, haloalkyl. haloalkoxy, 
15 hydroxyalkyl, aminoalkyl, and cyano; 

„16 19 b 

K andR are optionally Q with the proviso that no more than one 
of R and R^^ is at the same time and that is Q*'^; 

Q** is selected from the group consisting of NR^^R^\ q''*^ wherein Q*^ is 
hydrido. N(r2^)C(NR^)N(R^)(r2^, and C(NR^)NR^r24, with the 
2 0 provisos that no more than one of R^^ and R^ ^s hydroxy, amino, alkylamino. or 
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dialkylamino at the same lime and that no more than one of and R^"* is 

hydroxy, amino, aJkylamino. or dialkylamino at the same time- 
20 21 23 24 25 ^ 26 

' • *^ ' ^ ' *< . and R are independently selected from the 

group consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino: 

« s . 

5 Q IS selected from the group consisting of a single covalent bond. 

37 38 

(CR R )t, wherein b is an integer selected from 1 through 4. and 
(CH(R ))c-W -(CH(R wherein c and d are integers independently 
selected from 1 through 3 and is selected from the group consisting of 
C(0)N(r'^, (R^Vc(O), S(0), S(0)2, S(0)2N(R^\ N(R^'^)S(0)2, 
0 N(R^\ with the provisos that R^^ is selected from other than halo when 

directly bonded to N and that (CR^V\ and (CHCR^"^))^ are bonded to E°; 
14. 

R IS selected from the group consisting of hydrido. halo, alkyl, and 
haJoalkyl; 

^37 ^ 3S 

K andR are mdependently selected from the group consisting of 
> hydrido, alkyl, and haloalkyl; 

_.38. 

K IS opuonally selected from the group consisting of aroyl and 
heteroaroyl; 

^ is optionally Q^-Q^^ wherein q" is (CH(R^^))g-W^-(CH(R^^))h, 
wherein e and h are integers independently selected from 1 through 2 and 



-4a 



is CR =CH with the proviso that (CH(R ))^ is bonded to E°. 

3. The compound as recited in Claim 2 or a pharmaceutically acceptable salt 
thereof, wherein; 

B is selected from the group consisting of hydrido, trialkylsilyi, C2-C8 
alkyl. C3-C8 alkylenyl. C3-C8 alkenyl. 0-C8 alkynyl, and C2-C8 haloalkyl. 
wherein each member of group B is optionally substituted at any carbon up to' 
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and including 6 atoms from the point of attachment of B to A with one or more 
of the group consisting of R^^. R^^. R^"*. r^^, ^^d R^^; 

P^^ p^"^ p35 ^ ^36 
K , K , K . K , and R are mdependently selected from the 

group consisting of hydrido. acetamido. haJoacetamido, amidino. guanidino, 
5 alkoxy, hydroxy, amino. aJkoxyamino, lower alkylamino. alkylthio. 

amidosulfonyl, monoalkyl amidosulfonyl, dialkyl amidosulfonyl, alkyi, halo, 
haloalkyl, haloalkoxy, hydroxyalkyl. carboalkoxy, carboxy, carboxamido 
cyano, and Q ; 

15 7 

A IS (CH(R ))pa-W wherein pa is an integer selected from 1 through 

3 and is selected from the group consisting of O, S, and N(R^) wherein 
7. 

R is selected from the group consisting of hydrido and alkyl; 
15. 

K is selected from the group consisting of hydrido. hydroxy, halo, 
alkyl, and haloalkyl with the proviso that R^'' is other than hydroxy and halo 
when R IS on the carbon bonded directly to W ; 

R^ is selected from the group consisting of hydrido, alkyl, cyano. 
halo, and haloalkyl; 

r2 is Z°-Q; 

Z° is selected from the group consisting of covalent single bond and 
41 42 

(CR R )q wherein q is an integer selected from 1 through 2: 
p41 42 

R and R are independently selected from the group consisting of 
hydrido, hydroxy, and amino; 

Q is selected from the group consisting of aryl and heteroaryl. wherein 
a carbon adjacent to the carbon at the point of attachment is optionally 
substinited by R^, the other carbon adjacent to the carbon at the point of 
attachment is optionally substituted by R ^^ a carbon adjacent to R^ and two 
atoms from the carbon at the point of attachment is optionally substituted by 
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_10 13 

R .a carbon adjacent to R and two atoms from the carbon at the point of 

attachment is optionally subsiimted by R and any carbon adjacent to both 

K and R is optionally substituted by R ; 
r9 10 11 12 ^ ^13 

^ . K , K , and R are mdependenUy selected from the 
5 group consisting of hydrido, acetamido. haloacetamido, alkoxyamino. 
alkanoyl, haloalkanoyl, amidino, guanidino, alkylenedioxy. haloalkylthio, 
alkoxy, hydroxy, amino, lower alkylamino, alkylthio, alkylsulfinyl, 
alkylsulfamido, alkylsulfonyl, amidosulfonyl, monoalkyl amidosulfonyl. 
dialkyi amidosulfonyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyaJkyl, 
1 0 aminoalkyl, carboalkoxy. carboxy, carboxyalkyl, carboxamido, and cyano; 

K is CHR wherein R is selected from the group consisting of 
hydrido, hydroxyalkyl, alkyl. alkoxyalkyl. alkylthioalkyl, and haloalkyl; 

E is selected from the group consisting of a covalent single bond. 
C(0)N(H). (H)NC(O), (R^)NS(0)2, and S(0)2N(R^); 
15 Y° is formula (IV): 




5 6 '^^^ 
wherein D . D , J . and J are independenUy selected from the group 

consisting of C. N, O. S and a covalent bond with the provisos that no more 
than one is a covalent bond. is C, no more than one of D^. J^, and 
20 is O, no more than one of D^, J^, and is S. one of D^. D^, J^, and 
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must be a covalent bond when two of D^. J^, and are O and S. and no 

more than four of D^, D^, J^, and are N; 
pl6 17 18 _,„19 

K . K , K . and R are mdependently selected from the group 
consisting of hydrido. amidino, guanidino. carboxy, haloalkylthio. alkoxy. 
5 hydroxy, amino, alkoxyamino, lower alkylamino, alkylthio, alkylsulfmyl. 
alkylsulfonyl, alkanoyl, haloalkanoyl, alkyl, halo, haJoalkyl. haloalkoxy. 
hydroxyalkyl, alkylamino, and cyano; 
„16 ^^19 b 

K andR are optionally Q with the proviso that no more than one 
of R ^ ^ and R is at the same time and that is Q***; 
10 q'' is selected from the group consisting of NR^°R^ ' , Q*** wherein Q*"' is 

hydrido, N(r2^C(NR^)N(R^)(r2^), and C(NR^)Nr23r24 ^.^ 
provisos that no more than one of R^° and R^^ is hydroxy, amino, alkylamino, or 
dialkylamino at the same Ume and that no more than one of R^ and R^'* is 
hydroxy, amino, alkylamino. or dialkylamino at the same time- 

15 r2° r23 24 25 , „26 . 

, K . K . K , K , and R are mdependenUy selected from the 

group consisting of hydrido, alkyl, hydroxy, amino, alkylamino and dialkylamino; 

Q IS selected from the group consisting of a single covalent bond, 

37 38 

(CR R )j, wherein b is an integer selected from 1 through 3. and 
(CH(R ))c-W^(CH(R wherein c and d are integers independently 
20 selected from 1 through 2 and is selected from the group consisting of 
C(0)N(R^\ (R^'*)NC(0). S(0). S(0)2. SCOjNCR^'*). NCR^Voj. and 
N(R ). with the provisos that R is selected from other than halo when 
direcUy bonded to N and that (CR^ V\. and (CHiR^\ are bonded to E°; 
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14 . 

R IS selected from the group consisting of hydrido. halo, alky), and 

haloalkyl; 

_37 38 

R andR are independently selected from the group consisting of 

hydrido, alkyl, and haloalkyl; 
38 

R is optionally selected from the group consisting of aroyl and 
heteroaroyl; 

Y° is optionally Q^-Q^ wherein Q" is (CH(R^^))g-W^-(CH(R 
wherein e and h are integers independenUy selected from 1 through 2 and 
is CR =CH with the proviso that (CH(R ))g is bonded to E°. 



10 



4. The compound as recited in Claim 3 having the Formula: 




O 



or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, trialkylsilyl, C2-C4 
15 alkyl, C3-C5 alkylenyl. C3-C4 alkenyl. C3-C4 alkynyl, and C2-C4 haloalkyl, 
wherein each member of group B is optionally substituted at any carbon up to 
and including 3 atoms from the point of attachment of B to A with one or more 
of the group consisting of R^^. R^'^. and R^^; 
^32 33 ^34 

K . K , and R are mdependently selected from the group 
2 0 consisting of hydrido, acetamido. haloacetamido. amidino, guanidino, alkoxy. 
hydroxy, amino, alkoxyamino, lower alkylamino, alkylthio. amidosulfonyl, 
monoalkyl amidosulfonyl, dialkyl amidosulfonyl, alkyl, halo, haloalkyl, 
haloalkoxy, hydroxyalkyl, carboalkoxy, carboxy, caiboxamido, and cyano; 

299 



15 7 

A is (CH(R ))pa-N(R ) wherein pa is an integer selected from 1 

through 2 and is selected from the group consisting of hydrido and alkyl; 
_15. , 

R IS selected from the group consisting of hydrido. halo, alkyl. and 
haloalkyl; 

R^ is selected from the group consisting of hydrido. alkyl. cyano, 
halo, and haloallc>'l: 

R 2 is Z°-Q; 

Z° is selected from the group consisting of covalent single bond and 

CHj; 

Q is selected from the group consisting of aryl and heteroaryl, wherein 
a carbon adjacent to the carbon at the point of attachment is optionally 

9 

substituted by R , the other carbon adjacent to the carbon at the point of 
attachment is optionally substituted by R a carbon adjacent to R^ and two 

atoms from the carbon at the point of attachment is optionally substituted by 

10 13 
R . a carbon adjacent to R and two atoms from the carbon at the point of 

attachment is optionally substituted by r'^. and any carbon adjacent to both 

10 12 II 
K andR is optionally substituted by R ; 

^9 II 13 

K , K , and R are mdependenUy selected from the group 
consisting of hydrido. hydroxy, amino, amidino, guanidino, lower 
alkylamino, alkylthio. alkylsulfonamido, alkylsulfinyl, alkylsulfonyl, 
amidosulfonyl, monoalkyl amidosulfonyl, alkyl, alkoxy. halo, haloalkyl, 
haloalkoxy. hydroxyalkyl, carboxy, carboxamido, and cyano- 

K and R are independently selected from the group consisting of 
hydrido, acetamido, haloacetamido. anudino, guanidino. alkyl, alkoxy, 
hydroxy, amino, alkoxyamino, lower alkylamino, alkylsulfonamido, 
amidosulfonyl, monoalkyl amidosulfonyl, dialkyl amidosulfonyl. 
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hydroxyalkyl. aminoalkyl, carboalkoxy. carboxy. carboxyalkyl. 
amidocarbonyl, halo, haloalkyl, and cyano; 



Y° is formula (IV): 




(IV) 

. . _5 ^6 ,5 6 
wberem D , D , J , and J are independently selected from the group 

consisting of C. N, O, S and a covaient bond with the provisos that no more 
than one is a covaient bond, K is C, no more than one of D^, D^, and 
is O, no more than one of D^, D^. J^, and is S. one of D^, D^, J^, and 
must be a covaient bond when two of d"*, D^. J^. and are O and S, and no 

more than four of D^*, D^. J^. and J^are N, with the provisos that R^^, R^^. 
pis 19 

R , and R are each independently selected to maintain the tetravalent nature 

of carbon, trivalent nature of nitrogen, the divalent nature of sulfur, and the 
divalent nature of oxygen; 

pl6 17 18 19 

. K , R , and R are independently selected from the group 

1 5 consisung of hydrido, amidino. guanidino, carboxy, haloalkylthio, alkoxy, 
hydroxy, amino, lower aJkylamino, alkylthio. alkylsulfinyl, alkylsulfonyl ' 
alkanoyl, haloalkanoyl, alkyl, halo, haloalkyl, haloalkoxy, hydroxyalkyl, ' 
aminoalkyl, and cyano; 

R^^ and R^^ are optionally Q*' with the proviso that no more than one 

20 of R and R ' ^ is at the same time and that is Q***; 
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q'' is selected from the group consisting of NR^°R^\ wherein 
Q'^^shydrido, C(NR^)m.^R^\ and N(r2V(Nr2^)N(r23)(r24). w.th 
the provisos that no more than one of R^^ and R^^ is hydroxy at the same time 
and that no more than one of R^ and R^ is hydroxy at the same time; 

5 R^° R^^ p23 24 ^25 26 

,K .R ,andR are indcpendenUy selected from the 
group consisting of hydrido. aJkyl. and hydroxy; 

Q' is selected from the group consisting of a single covalent bond, 

CH2, and CH2CH2. 

5. The compound as recited in Claim 4 having the Fonnula or a 
pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of ethyl, 2-propenyl, 2- 
propynyl. propyl, isopropyl, trimethylene, tetramethylene. butyl. 2-butenyl 3- 
butenyl, 2-butynyl. sec-butyl, fm-butyl, isobutyl, 2-methylpropenyl 2 2 2- 
tnfluoroethyl, 333-trifluoropropyI, and 2.2-difluoropropyl, wherein each 
member of group B is opdonally substituted at any carbon up to and indudino 
3 atoms from the point of attachment of B to A with one or more of the group" 
consisting of R^^, R'^'', and R^^; 
p33 ^34 

K ,K ,andR are independenUy selected from the group 
consisUng of hydrido. amidino, guanidino. carboxy, methoxy. ethoxy 
isopropoxy, propoxy. hydroxy, amino, methoxyamino, ethoxyamino' 
aceum^do, trifluoroacetamido. N-methylamino, dimethylamino. N-ethylamino 
methylthio, ethylthio, isopropyl thio. trifluoromethyl. pentafluoroethyl. 2 2 2-' 
tnfluoroethyl.trifluoromethoxy. 1.1.2,2-tetrafluoroethoxy. fluoro. chloro ' 
bromo. amidosulfonyl, N-methylamidosulfonyl, NJ^-dimethylamidosulfonyl 
bydroxymethyl, 1 -hydroxy ethyl. 2-hydroxyethyl. 2,2.2-trifluoro-l- 
hydroxyethyl. methoxycarbonyl. ethoxycarbonyl, amidocarbonyl N- 
methylamidocarbonyl, N.N-dimethylamidocarbonyl, and cyano- ' 
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15 



A is selected from the group consisting of single covaJent bond. NH, 
and N(CH3): 

is selected from the group consisting of hydrido, methyl, ethyl, 
propyl, trifluoromethyl. pentafluoroethyl, 2,2,2-trifluoroethyl. 2.23.33- 
pentafluoropropyl, fluoro, chloro. and bromo; 

R^isZ^-Q; 

Z is selected from the group consisting of a covalent single bond and 

CH2; 

Q is selected from the group consisting of phenyl, 2-thienyl. 3-thienyl, 

2- furyl. 3-furyl, 2-pyrTolyl, 3-pyrrolyl. 2-imida2olyl, 4-imidazolyl, 3- 
pyrazolyl, 4-pyrazolyl, 2-thiazolyl, 3-isoxazolyl. 5-isoxazolyl, 2-pyridyl, 3- 
pyridyl, 4-pyridyl. 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl. 

3- pyridazinyl, 4-pyridazinyl. and 13,5-triazin-2-yl, wherein a carbon adjacent 
to the carbon at the point of attachment is optionally substituted by R^, the 
other carbon adjacent to the carbon at the point of atUchment is opUonally 
subsututed by R^^ a carbon adjacent to R^ and two atoms from the carbon at 

the point of attachment is optionally substituted by R^° a carbon adjacent to 

13 

R and two atoms from the carbon at the point of attachment is optionaJly 
substituted by R^^, and any carbon adjacent to both R^° and R^^ is optionally 



20 substituted by R ^ ^ 

9 11 13 

R.R .andR are independenUy selected from the group consisting 
of hydrido, amidino. guanidino, carboxy. methyl, ethyl, propyl, isopropyl, 
methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, N-methylamino 
N jsj-dimethylamino, N-ethylamino. methylthio, ethylthio. isopropylthio. 
influoromethyl. pentafluoroethyl. 2,2,2-trifluoroethyl, 2,2333- 
pentafluoropropyl, trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, 
chioro, bromo, methanesulfonamido, amidosulfonyl, N-methylamidosulfonyl 
N.NKlimethylamidosulfonyl. hydroxymethyl, 1 -hydroxy ethyl, 2- 
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hydroxyethyl, 2.2.2-trifluoro-l-hydroxyethyl. amidocarbonyl, N- 
methylamidocarbonyi, N,N-dimethylamidocarbonyl. and cyano- 

K and K are independently selected from the group consisting of 
hydrido, amidino, guanidino, carboxy. carboxymethyl. methyl, ethyl, propyl, 
isopropyl, methoxy, ethoxy, isopropoxy, propoxy. hydroxy, amino, 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido, aminomethyl. 1- 
aminoethyl, 2-aminoethyl. N-methyl amino, dimethylamino, N-ethylamino. 
methanesulfonamido, amidosulfonyl. N-methylamidosuIfonyl. NJ^- 
dimethylamidosulfonyl, hydroxy methyl, 1 -hydroxyethyl. 2-hydroxyethyl, 
2.2,2-trifluoro-l -hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl, N,N-dimethylamidocarbonyI. 
fluoro, chloro, bromo, and cyano; 



,0 



I IS selected from the group consisting of: 
l-QW-2-R^^-3-R^VR^8^R^\enzene. 
3 2-Q^5-Q'-6-R^'^-4-R^^-2-R*%yridine. 

3-QW-2-R^^-^R^VR^%ridine.2-QVQ^3-R^VR^«pyrazine, 
3-Q W-2-R '^-5-R '^^R ^^yridazine, 

2- QW-^R^^^R^8pyrimidine.^Q^2-Q^3-R^VR^%yrimidine, 

3- Q^5-Q^^R^6.2-R^^thiophene.2-QW-3-R^VR^^thiophene. 



^6.2-R ^ ^furan. 2-Q^5-Q^3-R ^ Vr ' ^f uran, 

3- Q^5-qUr'^-2-R^ Vrrole, 2-Q^5-Q^3-R^^^R^7pyr.ole, 

4- Q^2-Q'-5-R^^imidazole. 2-Q Vq'-5-r' "^imidazole, 
3-Q^-5-Q'-4-R^^isoxa2ole,5-Q*'-3-Q'^R^^isoxa2ole, 
2-Q -5-q'-4-R^ Vrazole, 4-Q^2-q'-5-R^ ^thiazole, and 
2-Q ->.Q .4_R thiazole; 
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16 17 18 19 
R , R , R , and R are indep)endently selected from the group 

consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy, aniidino. 
guanidino, methoxy, ethoxy, isopropoxy, propoxy, hydroxy, amino, 
aminomethyl, l-aminoethyl, 2-aminoethyK N-methylamino, dimethylamino, 
5 N-ethylamino, methylthio, ethylthio, isopropylthio, trifluoromethylthio, 

methyl sulfmyl, ethylsuifinyl, methyl sulfonyl, ethylsulfonyl, trifluoromethyL 
pentafluoroethyl, 2,2,2-trifluoroethyl, 2,2333-pentafluoropropyl, 
trifluoromethoxy, 1,1,2,2-tetrafluoroethoxy, fluoro, chloro, bromo, 
amidosulfonyl, N-methylamidosulfonyl, N,N'dimethylamidosulfonyK 
10 hydroxymethyl, 1-hydroxyethyl, 2-hydroxy ethyl, 2,2,2-trifluoro- 1 - 
hydroxyethyl, and cyano; 

^16 .^19 . ^b . , , . ^ 

R and R are optionally Q with the proviso that no more than one 

of R^^ and R^^ is Q*' at the same time and that is Q*^^; 

is selected from the group consisting of NR^^R^\ Q*^^ wherein 

be 25 23 24 26 25 23 24 

15 q""^ is hydrido, C(NR )NR R , and N(R )C(NR )N(R )(R ), with 

20 21 23 24 
the provisos that no more than one of R , R , R , and R can be 

20 21 23 24 
hydroxy, when any two of the group consisting of R , R , R , and R 

b 

are bonded to the same atom and that said Q group is bonded directly to a 

carbon atom; 

20 21 23 24 25 26 
20 R,R,R,R,R, and R are independently selected from the 



group consisting of hydrido, methyl, ethyl, propyl, butyl, isopropyl, and hydroxy; 

is selectei 
CHo, and CH2CH2. 



is selected from the group consisting of a single covalent bond. 
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6. The compound as recited in Qaim 4 having the Formula; 




O 



ora pharmaceutically acceptable salt thereof, wherein: 

A is selected from the group consisting of CH2N(CH3). 

CH2N(CH2CH3). CH2CH2N(CH3), and CH2CH2N(CH2CH3); 

is selected from the group consisting of hydrido, methyl, ethyl, 
trifluoromethyl, pentafluoroethyl, 2,2^-trifluoroethyl, fluoro, chloro, and 
bromo; 

R2isZ°-Q; 



0 . 

Z IS selected from the group consisting of covalent single bond and 



CH- 



Q IS selected from the group consisting of phenyl, 2-thienyl, 3-thienyI, 

2- furyl. 3-furyI, 2-pyrTolyl, S-pyrrolyl, 2-imidazolyl, 4-imidazolyl, 3- 
pyrazolyl, 4-pyrazolyl. 2-thiazoiyl. 3-isoxa2oiyl, 5-isoxazolyl. 2-pyridyl, 3- 
pyridyl,4-pyridyl. 2-pyrazinyl, 2-pyrimidinyl, 4-pyrimidinyl. 5-pyrimidinyl, 

3- pyrida2inyl,4-pyridazinyl. and 13.5-triazin-2-yl. wherein a carbon adjacent 
to the carbon at the point of attachment is opuonally substituted by R^, the 
other carbon adjacent to the carbon at the point of attachment is opUonally 
substituted by R , a carbon adjacent to R^ and two atoms from the carbon at 

the point of attachment is optionally substituted by r'^, a carbon adjacent to 
13 

R and two atoms from the carbon at the point of attachment is optionally 
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substituted by r'^, and any carbon adjacent to both R^° and R^^ is optionally 
substituted by R^ ^ 

K . R , and R are independently selected from the group consisting 
of hydrido. amidino, guanidino. carboxy, methyl, ethyl, propyl, isopropyl, 
methoxy. ethoxy, isopropoxy. propoxy, hydroxy, amino. N-methylamino, 
N,N-dimethylamino, N-ethylamino. methylthio. ethylthio, isopropylthio. 
trifluoromethyl, pentafluoroethyl, 2,2.2-trinuoroethyl, 2,2J33- 
pentafluoropropyl, trifluoromethoxy. 1.1.2.2-tetrafluoroethoxy, fluoro. 
chloro, bromo, methanesulfonamido, amidosulfonyl. N-methylamidosulfonyl. 
N,N-dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl. 2- 
bydroxyethyl, 2.2,2-trinuoro- 1-hydroxyethyl. amidocarbonyl. N- 
methylamidocarbonyl, N.N-dimethylamidocarbonyl. and cyano- 

K and R are independently selected from the group consisting of 
hydrido, amidino, guanidino. carboxy. carboxy methyl, methyl, ethyl, propyl, 
isopropyl, methoxy. ethoxy. isopropoxy. propoxy. hydroxy, amino, 
methoxyamino, ethoxyamino. acetamido. trifluoroacetamido, aminomethyl, 1- 
aminoethyl, 2-aminoethyl. N-methylamino, dimethylamino. N-ethylamino, 
methanesulfonamido, amidosulfonyl. N-methylamidosulfonyl, N,N- 
dimethylamidosulfonyl, hydroxymethyl, 1-hydroxyethyl, 2-hydro'xyethyl. 
2,2.2-trifluoro-l-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methyl amidocarbonyl, N,N-dimethylamidocarbonyl. 
fluoro, chloro, bromo, and cyano; 

Y IS selected from the group consisting of: 
l-Q''^^2-R'*3-R'VR'«^R■»be„ze„e. 
25 2-QW-^R'VR'«2-R"pyridio.. 

3-QW-2-R'^.^R'VR"pyrid^„., 

2-QW-frR'VR'8pyrimidi„e.^Q''.2-Q^3-R'*-6-R"pyri™id■... 
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3-QW^R^^-2-R^^thiophene.2-Q^^Q^3-R^VR^^thiophene, 
3-QW-4-R^^-2-R^^furan.2-Q^5-Q^3-R^VR^\uran. 

3- Q^5.QUR^^.2-R^Vole.2-Q^^Q^3-R^VR^Vole, 

4- q''-2-q'-5-R ^ ^imidazole, 2-Q VQ^5-R ^ "^imidazole. 

5 S-Q^S-Q^R^^isoxazole, S-Q^S-Q^^R^^isoxazole, 
2-Q^5-Q='-4-R^%yra2ole, 4-Q^2-Q^5-R'^thia2ole. and 

2-Q^-5-Q^-4-R ^ ^thiazole; 

17 18 19 . ^ 

. K , K . and R are independently selected from the group 

coosisung of hydride, methyl, ethyl, isopropyl. propyl, amidino. guanidino 
0 methoxy. ethoxy. isopropoxy, propoxy. hydroxy, amino, aminomethyl 1- 
anunoethyl, 2-aminoethyl. N-N-methylamino, dimethylamino, N-ethylamino 
methylthio. ethylthio, isopropyl thio. trifluoromethylthio, methylsulfinyl 
ethylsulfinyl. methylsulfonyl, ethyl sulfonyl, trifluoromethyl, pentafluoroethyl 

2,2,2-tnnuoroethyl. 2,2,33 J-pentafluoropropyl,trinuoromethoxy. 112 2- 
> tetrafluoroethoxy, fluoro, chloro. bromo, amidosulfonyl, N- 

methylamidosulfonyl. N,N-dimethylamidosulfonyl, hydroxymethyl 1- 
hydroxyethyl, 2-hydroxyethyl, 2,2,2-trifluoro-l-hydroxyethyl. and cyano; 

Q is selected from the group consisUng of NR^°R^\ 
C(NR^)Nr23^24 ^,^26^^,^^25^^^^23^^^24^ ^^^^ ^^^^^^^^ 

that no more than one of R^^ r21 ^23 ^24 ^ ^^^^^^^ ^^^^ 

two ofthe group consisUng of r2%21 r23 and R^^re bonded to the 

same atom and that said group is bonded direcdy to a carbon atom; 
,,20 21 23 24 25 26 

R ,R ,andR are independently selected from 

the group consisung of hydrido, methyl, ethyl, propyl, butyl, isopropyl. and 
hydroxy; 
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Q IS selected from the group consisting of a single covaJent bond, 
CH2. and CH2CH2. 

7. The compound as recited in Qaim 6 or a pharmaceutically acceptable salt 
thereof, wherein; 

A is selected from the group consisting of CH2N(CH3), 

CH2N(CH2CH3). CH2CH2N(CH3), and CH2CH2N(CH2CH3); 

is selected from the group consisting of hydrido, methyl, ethyl, 
propyl, trifluoromethyl, pentafluoroethyl, 2^,2-trifluoroethyl. fluoro, chloro, 
and bromo; 

r2 is Z°-Q; 

Z IS selected from the group consisting of covalent single bond and 



CH- 



Q is selected from the group consisting of 5-amino-3- 
amidocarbonylphenyl, 5-amino-2-nuorophenyl, 3-amino-5- 
hydroxymethylphenyl. 5-amino-3-methoxycarbonylphenyl, 3-amidinophenyl. 
3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 3-aminophenyl, 
benzyl. 3-carboxyphenyl, 3-carboxy-5-hydroxyphenyl, 3-carboxy-5- 
aminophenyl. 3-chlorophenyl, 2-chlon)phenyl. 3-cyanophenyl, 3- 
dimethylaminophenyl, 2-nuorophenyl. 3-nuorophenyI, 2-hydroxy phenyl, 3- 
hydroxyphenyl, 3-methanesulfonylaminophenyI, 2-methoxyphenyl, 3- 
methoxyphenyl, 3-methoxyaminophenyl, 3-methoxycarbonylphenyl, 2- 
methylaminophenyl. 3-methylaminophenyl, 2-methylphenyl, 3-methylphenyl, 
4-methylphenyl, phenyl, 3-trinuoroacetamidophenyl. 3-trifluoromethylphenyl. 
2-trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyl, 3-bromo-2- 
thienyl, 3-pyridyl, 4-pyridyI. 2-thienyl, and 3-thienyI; 
I IS selected from the group consisting of: 

1- QW-2-R'«3-R'VR'VR"be„ze„e, 

2- QW*R''^R'«-2-R'Vridin.. 
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3-QW-2-R^VR^«^RlVdioe, 

3-Q W-4-R^^-2-R^^hiophene. and 2-Q W-3-R^^-^R^^thiophene 

R andR are independenUy selected from the group consisting of 
hydride, anudino, am.no. aminomethyl, methoxy. xnethylamino, hydroxy 
hydroxymethyl, nuoro, chJoro. and cyano; 

R ' and R ai^ optionally Q*' with the proviso that no more than one 
ofR andR is at the same time and that Q*" is Q*^: 

andR are independently selected from the group consisting of 
hydride, nuoro. chloro. hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

Q is selected from the group consisting of Q***^ wherein Q*** is hydrido 
and C(NR^)NR^r2'*; 

23 24 25 

,R .andR are independently selected from the group consisung of 
hydrido and methyl; 



Q^isCH2. 



8. A compound as recited in Qaim 7 or a pham^aceuticaily acceptable salt 
thereof where said compound is selected from the group consisting of: 

20 fN.N-d.methylhydra2inoJ-2-oxo-l(2H)-pyrazineacetamide- 

^f-^'°°Phe°yi]-^chloro-3-[N-ethyl-N-methylhydrazinoJ-N-rf4- 
.m,nomethylphenylJmethyl]-2-oxc^l(2H)-pyrazmeacetamide- 

6-[3-aminophenyI]-5-chloro-3-(N,N-diethylhydra2ino]-N-rf4- 
'™"°"'«*y»Phenyl]methyl]-2-ox(vl{2H)-pyra2ineacetamide- 

^f^-^°°PhenyIJ-3-[N-(azetidin-l-yl)amino]-^chloro-N-fr4- 
.minomethylphenyl]methyl]-2-oxo-l(2H)-pyrazineacetamide 
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9. The compound as recited in Qaim 2 having the Foraiula: 

R- 




o 



or a pharaiaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of aryl and heteroaryl wherein a 
5 carbon adjacent to the carbon at the point of attachment is optionally substituted 

32 

by R , the other carbon adjacent to the carbon at the point of attachment is 

optionally substituted by R^^, a carbon adjacent to R^^ and two atoms from 

the carbon at the point of attachment is optionally substituted by R^^, a carbon 
.. _36 

adjacent to R and two atoms from the carbon at the point of attachment is 

10 optionally substituted by R^^. and any carbon adjacent to both R^^ and R^^ is 

34 

optionally substituted by R ; 

p32 33 34 35 36 

K , K , R , R , and R are independently selected from the 
group consisting of hydrido, acetamido. haloacetamido, amidino. guanidino. 
alkoxy, hydroxy, amino, alkoxyamino, lower alkylamino. alkylthio, 
15 amidosulfonyl, monoalkyl amidosulfonyl, dialkyi amidosulfonyl, alkyi, halo, 
haloalkyi, haloalkoxy. hydroxyalkyl, carboalkoxy. carboxy, carboxamido 
J ^b 

cyano, and Q ; 

A is selected from the group consisting of single covalent bond and 
15 7 

(CH(R ))pa-(W )^ wherein rr is an integer selected from 0 through 1 , pa is 

20 an integer selected from 0 through 3. and w"^ is selected from the group 

. . 7 7 

consisung of (R )NC(0) and N(R ); 
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10 



R IS selected from the group consisting of hydrido, hydroxy and alkyi: 

15. 

K IS selected from the group consisting of hydrido. halo, alkyl, and 
haloalkyl; 

is selected from the group consisting of hydrido. alkvl. cvano. 
haloalkyl, and halo: 

R^ is Z°-Q: 

Z° is selected from the group consisting of covalent single bond and 

Q is selected from the group consisting of aryl and heteroaryl wherein a 
carton adjacent to the carbon at the point of attachment is optionally substituted 
by R , the other carbon adjacent to the carbon at the point of attachment is 
optionally substituted hy ^ carbon adjacent to R^ and two atoms from the 
carbon at the point of attachment is optionally substituted by R^°, a carbon 
adjacent to R^^ and two atoms from the carbon at the point of attachment is 
15 optionally substituted by R^^. and any carbon adjacent to both R^^ and R^^ is 
optionally substituted by R^ ^ 
p9 11 13 

1^ , K , and R are independently selected from the group 
consisting of hydrido, hydroxy, amino, amidino, guanidino, lower 
alkylammo, alkylthio, alkylsulfonamido. alkylsulfmyl, alkylsulfonyl 
20 amidosulfonyl, monoalkyl amidosulfonyl. alkyl, alkoxy, halo, haloalkyl 
haloalkoxy, hydroxyalkyl. carboxy, carboxamido, and cyano- 
plO 12 

K and R are independently selected from the group consisting of 
hydrido, acetamido, haloacetamido, amidino. guanidino, alkyl, alkoxy " 
hydroxy, amino, alkoxyamino, lower alkylamino, alkylsulfonamido 
25 amidosulfonyl, monoalkyl amidosulfonyl, dialkyi amidosulfonyl 
hydroxyalkyl. aminoalkyl, carboalkoxy. carboxy, carboxyalkyl. 
amidocart>onyl, halo, haloalkyl. and cyano; 
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y^isfomiuJadV): 




(IV) 

wherein D . D . j''. and J are independenUy selected from the group 
consisting of C. N. O. S and a covaJent bond with the provisos that no more 
5 than one is a covaJeni bond. is C. no more than one of D^. D^. J^. and 
is O. no more than one of D^. D^. J^. and is S, one of D^, D^, J^, and 
must be a covaJent bond when two of D^. D^. J^. and are O and S, and no 
more than four of D^. D^, J^. and are N; 

pl6 17 18 19 

. K . R , and R are independenUy selected from the group 

1 0 consisting of hydrido. amidmo. guan.dino. carboxy , haJoaJkylthio. alkoxy . 
hydroxy, amino, lower alkylamino. aikylth.o. aJkylsulf.nyl, alkylsulfonyl 
alkanoyl. haloalkanoyl, alkyl. halo, haloalkyl. haloalkoxy, hydroxyalkyl, ' 
aminoalkyl. and cyano; 

R ^ ^ and R ^ ^ are optionally with the proviso that no more than one 
15 of R^^ and R^^ is q'' at the same time and that is 

is selected from the group consisting of NR^^R^^ Q*** wherein is 
hydrido. and C(NR^)NR^r2^. w.th the provisos that no more than one of R^^ 

and R is hydroxy at the same time and that no more than one of R^ and R^ is 
hydroxy at the same ume; 
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20 21 23 24 25 
K , K . K , K , and R are independently selected from the group 

consisting of hydrido, alkyl. and hydroxy; 

Q IS selected from the group consisting of a single covalent bond. 
CHj, andCHjCHj. 

5 

10. The compound as recited in Qaim 9 or a phaimaceutically acceptable salt 
thereof, wherein; 

B is selected from the group consisting of phenyl. 2-thienvl. 3-thienvl. 

2- furyl. 3-furyl. 2-pyrTolyl. 3-pyrrolyl. 2-imidazolyI. 4-imidazolyl. 3- 

10 pyrazolyl, 4-pyra2olyL 2-thia2olyl. 3-isoxazolyl, 5-isoxa2oIyl, 2-pyridyl. 3- 
pyridyl, 4-pyridyI. 2-pyrazinyl, 2-p>Timidinyl. 4-pyrimidinyI. 5-pyrimidinyl, 

3- pyrida2inyl. ^pyridazinyl, and 1 J.5-triazin-2-yl. wherein a carbon adjacent 
to the carbon at the point of attachment is optionally substituted by R^^, the 
other carbon adjacent to the carbon at the point of attachment is optionally 

15 substituted by R^^, a carbon adjacent to R^^ and two atoms from the carbon at. 

the point of attachment is optionally substituted by R^^. a carbon adjacent to 
36 

R and two atoms from the carbon at the point of attachment is optionally 

substituted by R^^, and any carbon adjacent to both R^^ and R^^ is optionally 

34 

substituted by R ; 

20 33 34 35 ^ ^36 

.K .andR are independently selected from the 

group consisting of hydrido, amidmo. guanidino. carboxy, methoxy, ethoxy 
.sopropoxy. propoxy. hydroxy, amino, methoxyamino, ethoxyamino 
acetamido, trifluoroacetamido. N-methylammo, dimethylamino, N-ethylamino 
methylthio, ethylthio. isopropylthio, trifluoromethyl. pentafluoroethyl 2 2 2-' 
.5 tnnuoroethyl, 2^333-pentafluoropropyl. trifluoromethoxy. 112 2- " 
tetralluoroethoxy, fluoro, chloro, bromo, amidosulfonyl, N- 
methylamidosulfonyl. N.N-dimethylamidosulfonyl. hydroxymethyl 1- 
hydroxyethyl, 2-hydroxyethyl, 2:2.2-trifluoro-l-hydroxyethyl 
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methoxycarbonyl, eihoxycarbonyl, amidocarbonyl. N-methylamidocarbonyl. 
Njsj-dimetbylaniidocarbonyl. cvano. and Q^; 

A is selected from the group consisting of single covalent bond. NH. 
N(CH3). N(OH), CH2, CH3CH. CF3CH. NHC(O). N(CH3)C(0). 
5 C(0)NH. C(0)N(CH3), CH2CH2. CH2CH2CH2. CH3CHCH2. and 
CF3CHCH2: 

is selected from the group consisting of hydrido. methyl, ethyl, 
propyl, trinuoromethyl. pentafluoroethyl. 2.2.2-trifluoroethyl. 2.23.33- 
pentafluoropropyl. nuoro. chloro. and bromo: 
10 r2 is Z°-Q; 

^ IS selected from the group consisting of covalent single bond and 

CH2; 

Q is selected from the group consisting of phenyl. 2-thienyl. 3-thienyl 

2- fury]. 3-furyl, 2-pyn-olyl. 3-pyn-olyl. 2-,midazolvl. 4-imida2olyl 3- 

15 pyrazolyl. ^pyr^zolyl, 2-th.azolyl. 3-,soxazolyl. ^isoxazolyl, 2-pyridyl 3- 
pyndyl. ^pyr^dyl. 2-pyraz.nyl. 2-pynm.d.nyl. ^pynmidinyl, 5-pyrimidinyl. 

3- pyndaz.nyl. 4-pyndazinyl. and 13.5-triaz.n-2-yl, wherein a carbon adjacent 
to the carbon at the point of attachment is opdonally substituted by R^, the 
other carbon adjacent to the carbon at the point of attachment is optionally 

20 substituted by R a carbon adjacent to R^ and two atoms from the carbon at 
the point of attachment is optionally substituted by R^^. a carbon adjacent to 
R and two atoms from the carbon at the point of atuchment is optionally 
substituted by R ^^.^^^^^ ^,0 ^12 .^^^^^ 

substituted by R^^ 

25 P^p^l ^ol3 

K , K , and R are mdependentiy selected from tiie group consisting 

of hydrido, amidino. guanidino. carboxy. methyl, ethyl, propyl, isopropyl, 
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methoxy. ethoxy. isopropoxy. propoxy. hydroxy, amino, N-metbvlan..no. 
N.N-d.n,ethylanuno. N-ethylaxn.no. methylthio. ethylthio. .sopropvjthio 
mfluoromethyl, pentafluoroethyj. 2,2.2-trifluoroethvl 2 2 3 JJ ' 
peotafluoropropyl. trifluoromethoxy. 1.1.2.2-tetrafluoroethoxy. fluoro 
chioro, bromo. methanesulfonamido. amidosulfonyl. N-methylamidosuIfonvl 
N.N-d,methylaniidosulfonyl.hydroxymethvJ, 1-hvdroxvethyl 2- 
hydroxyethyl. 2.2.2-trifluoro-l-hydroxyethyl. amidoca/bonvl N- 
methylamidocarbonyl. N.N-dimethylamidocarbonyl. and cvano- 
plO 12 ' ' 

R andR are independently selected from the group consisting of 
10 hydrido, amidino. guanidino, carboxy. carboxymethyi, methvl. ethvl propyl 
.sopropyl, methoxy. ethoxy. isopropoxy, propoxy. hvdroxy.'ammo ' 
methoxyamino. ethoxyamino. acetamido. trifluoroacetamido. amanomethyl 1- 
ammoethyl, 2-aminoethyl, N-methylamino. dimethylam.no. N-ethylamino ' 
methanesulfonamido, amidosulfonyl. N-methylamidosulfonyl N N- 
15 d,meth>^dosuIfonyI. hydroxy methyl. 1 -hydroxyethyl, 2-hydroxyethyl 
..2^-tnfluoro-l-hydroxyethyl. methoxycarbonvl. ethoxvcarbonyl 
amidocarbonyl, N-methylam.docarbooyl. N.N-dimethylamidocarbonyl 
nuoro. chioro, bromo, and cyano: ' 

Y is selected from the group consisting of: 
20 i-QW-2-R'«3-R'VR'«.^R'\„,,J. 

2- Q^^Q^6-R'VR'«2-R'%ndi„e. 

3- QVQ^2.R'* ^r'8^«I9^^,^„^ 2-qVq^3.r'«.^r.8,,^„. 3. 
QW-2-R'«^R'«^R'Vrida.i„. 

2- Q''.5-Q^^R•VR'%,H™d.„e.SQ^2.Q^3-R'^^R■Vri^,idi.. 
25 3-qW^r'« ..r'^^„,,„, 2.Q^5-Q^3.R• Vr''.^„P,„, 

3- QW^R'*2-R"f„^.2.Q^S-Q^3.R'«^Rnf„^, 

'■^^'■^•5'-^'' 'Vrrole. 2.Q W-3.R ' Vr' Vole. 
^"■I-q'-S-R ' 'imidazole. 2.Q Vq^^r ' ^imidazole. 
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3-Q''-5-QUR'*isoxa»l..5-Q''-3-QUR'«,soxazole. 

2-Q W^r'«P>^o1.. 4.Q''■2-Q^5-R"d,ia^ol.. a.d 

b s 17 
2-Q -5-Q thiazole: 

pl6 17 18 19 

. K , R . and R are independeoUy selected from the group 

5 consisting of hydrido, methyl, ethyl, .sopropyl. propyl, carboxy. amidino 
guanidmo. methoxy, ethoxy, .sopropoxy. propoxy. hydroxy, amino 
anunomethyl. 1 -aminoethyl. 2-aminoethyl. N-methylamino. d.methvlamino 
N-ethyIam,no, methylthio. ethylthio. isopropylthio. trifluoromethylthio 
methylsulfinyl, ethylsulfinyl, methylsulfonyl. ethylsulfonyl. trifluoromethyl 
10 pentafluoroethyl. 2.2.2-trifluoroethyl. 2.2J JJ-pentallaoropropyl 
tnfluoromethoxy. 1.1.2.2-tetrafluoroethoxy. fluoro. chloro. bromo 
amidosulfonyl. N-methylamidosulfonyl. N.N-dimethylamidosulfonyl 
hydroxymethyl, 1-hydroxyethyI. 2-hydroxyethyl. 2^.2-trinuoro-l- 
hydroxyethyl, and cyano: 

15 R^^and R^^ are optionally with the proviso that no more thai, one of 

16 19 

R andR isQ at the same time and that q'' is q''*': 

is selected from the group consisting of wherein Q^" is hydrido 
-d C(Nr2^)Nr23^24 ^.^ ^^^^.^^ ^^^^ ^^^^ _^ 

hydroxy at the same time; 
20 r24 25 

-R .andR are independently selected from the group consisting of 
hydrido, methyl, ethyl, and hydroxy: 



Q is selected from the group consisting of a smgle covalent bond, CH 
and CH2CH,. 



" -oraphar^aceu^callyacceptables.. 

B is selected from the group consisUng of 2-aminophenyI 3- 
aminopheoyl, 3-amidinophenyl, 4-anudinophenyl. 3-carboxyphenyl 3- 

carboxy-Shydroxyphcnyl.3-chlorophenyl.4-chlort>phenyl.3,4- ' 
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dichJorophenyl. 2-fluorophenyI, S-nuorophenyl. 3.4-difluorophenyJ. 3- 
hydroxypheoyl, 4-hydrox>'phenyl, 3-methoxyaminophenyl. 3-methoxyphenyl. 
4-meihoxyphenyl. 3-metbylpheDyl. 4-methylphenyl. phenyl. 3- 
trinuoromethylphenyl. 2-imidazoyI. 2-pyridyl. 3-pyridyl. 5-chlorx>-3- 
5 trinuorometbyl-2-pyridyl, 4-pyridyl. 2-lhienyl. 3-thienyl. and 3- 
trifl uoromethy 1-2-pyridy 1 ; 

A IS selected from the group consisting of CH2. CH3CH, CF3CH, 
NHC(O). CH2CH2,and CH2CH2CH2: 

is selected from the group consisting of hydrido. methyl, ethyl, 
propyl, trifluoromethyl, pentafluoroethyl. 2.2.2-trifluoroethyl. Huoro. chloro. 
and bromo: 

r2 .s Z°-Q; 

Z° is selected from the group consisting of covalent single bond and 

CH2; 

Q is selected from the group consisting of 5-amino-3- 
amidocarbonylphenyl. 5-amino-2-fluorophenyl. 3-aminoS 
hydroxymethylphenyl. ^ammo-3-methoxycarbonylphenvl, 3-amidmophenyl 
3-amiDcv2-methylphenyl. 5-amjno-2-methylthiophenyl. 3-am,nophenyl, 
benzyl, 3-carboxyphenyI, 3-carboxy-5-aminophenyI. 3-carboxy-5- 
hydroxyphenyl, 3-carboxymethyl-5-aminophenyl. 3-carboxymethyl-5- 
hydroxyphenyl. 3-carboxymethylphenyl. 3-chlorophenyI. 2-chlorophenyl 
2.6^tchJorophenyl. 3-cyanophenyl, 3^imethylaminophenyl. 2-fluorophenyl 
3-nuoropbcnyl,2.5^difluorophenyl. 2-hydroxyphenyl. 3-hydroxyphenyl 3- ' 
methanesulfonylamiDophenyl, 2-methoxyphenyI. 3-meihoxyphenyl 3- 
methoxyaminophenyl. 3-methoxycarbonylphenyl. 2-methylaminophenyl 3- 
methylamiBophenyl, 2-methyIphenyl. 3-methylphenyl, 4-methylphenyl 
phenyl. 3-tnnuoroacetamidophenyI, 3-trifluoromethylpheDyl 2- 
trifluoromethylphenyl, 5-amino-2-thienyl, 5-amino-3-thienyi. 3-bromo-2- 
thienyl. 3-pyridyl. 4-pyridyl, 2-thienyI, and 3-thienyl- 
Y IS selected from the group consisting of: 
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2- QW-6-R ^ "^-^R ' ^ Uridine. 

3- QW-2-R^^-^R^«^R^Vvndine. 

S-Q^-S-QUR^^-Z-R^^thiophene. and 2-Q W-3-R^ Vr ^^thiophene: 
R and R are independently selected from the group consisting of 
5 hydrido, amidino. amino, aminomethyl. methoxy, methylamino, hydroxy, 
hydroxymethyl. fluoro. chloro, and cyano; 

R and R ^ ^ are optionally with the proviso that no more than one 
of R and R ^ ^ is at the same time and that q'' is Q^^; 

K andR are independently selected from the group consisting of 
1 0 hydrido. nuoro. chloro, hydroxy, hydroxymethyl, amino, carboxy, and cyano; 

is selected from the group consisting of Q^^ wherein Q^^ is hydrido 
and C(NR^^)NR^R^'^; 

r23 24 25 

.K .andR are independently selected from the group consisting of 



15 



hydrido and methyl: 
Q' is CH. 



20 



12. The compound as recited in Claim 9 having the Formul 



a: 




or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of aryl and heteroaiyl wherein a 
carbon adjacent to the carbon at the point of attachment is opdonally substituted 
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10 



by R . the other carbon adjacent to the carbon at the point of attachment is 
optionally substituted by R^^, a carbon adjacent to R^^ ^^^^^ ^^^^ 

the carbon at the point of atuchment is optionally substituted by R^^. a carbon 
adjacent to R^^ and two atoms from the carbon at the point of attachment is 
optionally subsumted by R^''. and any carbon adjacent to both R^^ and R^^ .s 
optionally substituted by R"^; 

P^^ d34 ^35 ^ 26 
. K . K . K , and R are mdependently selected from the 

group consisting of hydrido. acetamido, haloacetamido, amidino. guanidino. 
alkoxy, hydroxy, amino, alkoxyamino, lower alkylamino. alkylthio. 
amidosulfonyl, monoalkyl amidosulfonyl. dialkyl amidosulfonyl. alkyl. halo 
haloalk>'l. haloalkoxy. hydroxyaikyl. carboalkoxy, carboxy, carboxamido 



cyano. and Q^; 



15 



A is selected from the group consisting of single covalent bond and 
(CH(R ))p3-(W )^ wherein rr is an integer selected from 0 through 1 , pa is 

an integer selected from 0 through 3. and is N(R^): 
7. 

R IS selected from the group consisting of hydrido and alkyl; 
15. 

IS selected from the group consisting of hydrido. halo, alkyl, and 

haloalkyl; 

. w . ^""^ consisting of hydrido. cyano. haloalkyl 

and haJo; ' 

^0 . 

Z IS a covaJent single bond; 

Q is selected from the group consisting of aryl and heteioaryl wherein a 
carbo^n adjacent to the carbon at the point of atuchment is optionally substituted 
25 by R , the other carbon adjacent to the carbon at the point of attachment is 
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optionaJly subsututed by R \ a carbon adjacent to and tuo atoms from the 
carbon at the point of attachment is optionally substituted by R a carbon 
adjacent to R^^ and two atoms from the carbon at the point of attachment is 
optionally substituted by R ^ ^ a„d any carbon adjacent to both R ' ^ and R ' ' is 
5 optionally substituted by R ^ ^ 
r9 11 13 

K , K . and R are independently selected from the group 
consisting of hydride, hydroxy, amino, amidino. guanidino. lower 
alkylamano. alkylthio. alkoxy. alkylsuif.nyl. alkylsuifonyl. amidosulfonyl 
monoalkylamidosulfonyl. alkyl. halo, haloalkyl, haloalkoxy. hydroxyalkyl. 
1 0 carboxy. carboxamido, and cyano; 
plO 12 

R and R are independently selected from the group consisting of 
hydrido. acetamido. haloacetamido. amidino. guanidino, alkyl. alkoxy 
alkoxyamino. aminoalkyl. hydroxy, amino, lower alkylamino. 
alkylsulfonamido, amidosulfonyl. monoalkyi amidosulfonvl, dialkyl 
5 amidosulfonyl, hydroxyalkyl. aminoalkyl. halo, haloalkyl. carboalkoxy 
carboxy, carboxyamido, carboxyalkyl. and cyano; 
Y is formula (IV): 




T 

5 6 5 ^ 6 ^^""^ 
wherein D . D , J^, and are independently selected from the group 

consisung of C. N, O. S and a covalent bond w.th the provisos th^at no more 

than one is a covalent bond, is C. no more than one of D^. D^, J^, and J* 
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is O. no more than one of D^. D^, j''. and is S. one of D^. D^. J^. and 
must be a covalent bond when two of D^. D^. J^, and are O and S. and no 

more than four of D^. D^. J"^. and are N; 
pl6 17 18 19 

R , R . R . and R are independently selected from the group 
5 consisting of hydrido. amidino. guanidino. carboxy. haloalkylthio. aJkoxy. 
hydroxy, amino, lower alkylamino. alkylthio. alkylsulfmyl. alkylsulfonyl' 
alkanoyl. haloalkanoyl. alkyl. halo, haloalkyl. haloalkoxy. hydroxyalkyl. 
aminoalkyl, and cyano: 

1,16 19 b 

R andR are optionally Q with the proviso that no more than one of 
10 R and R^^ is q'' at the same time and that q'' is q''^; 

Q** is selected from the group consisting of NR^^^R^^ wherein Q^' is 
hydrido. and aNR^)NR^R^"^; 

p20 21 23 24 25 

. R . R . R , and R- are independently selected from the group 

consisting of hydrido and alkyl: 
15 Q^s CH^. 



13. The compound as recked in Claim 12 or a phaimaceutically acceptable salt 
thereof, wherein; 



20 



B is selected from the group consisting of phenyl, 2-thienyl, 3-thienyl 
2-furyl, 3-furyl, 2-pyrrolyl. 3-pyn-olyl. 2-imidazolyl. 4-imida2olyl 3- 
pyrazolyl, ^pyrazolyl, 2-th.a2oIyl. 3-isoxazolyl. and Sisoxazolyl, wherein a 
carbon adjacent to the carbon at the point of attachment is optionally substituted 
by R . the other carton adjacent to the carbon at the point of attachment is 
optionally substituted by R^^. a carbon adjacent to R^^ and two atoms from 
25 the carbon at the point of attachment is optionally substituted by R^^. a carbon 
adjacent to R^^ and two atoms from the carbon at the point of attachment is 



322 



C-3201 



optionally substituted by R^^. and any carbon adjacent to both R^^ and R^^ is 

34 

optionally substituted by R 

p32 33 34 35 36 

K , K , K . R . and R are independendy selected from the 
group consisting of hydrido. amidino. guanidino. methyl, ethyl, methoxy. 
5 ethoxy. hydroxy, amino. N-methylamino. dimethylamino. methylthio, 
ethylthio, trinuorometbyl. pentafluoroethyl. 2.2J2-trinuoroethyl' fluoro. 
chioro, bromo, amidosulfonyl. N-methylamidosulfonyl. hydroxymethyl. 
amidocarbonyl, carboxy, cyano. and Q^: 

A is selected from the group consisting of single covalent bond. NH. 
10 N(CH3), CH2, CH3CH, and CH2CH2: 

R^ is selected from the group consisting of hydrido, trifluoromethyl, 
pentafluoroethyl. fluoro. and chioro: 

R IS selected from the group consisting of phenyl. 2-thienyl. 2-furyl 
2-pyrrolyl, 2-imida2olyl. 2-thiazolyl. 3-isoxa2olyl. 2-pyndyI. and 3-pyridyl 
wherein a carbon adjacent to the carbon at the point of attachment is optionally 
substituted by R^, the other carbon adjacent to the carbon at the point of 
atuchment is optionally substituted by R a carbon adjacent to R^ and two 

atoms from the carbon at the point of attachment ,s optionally substituted by 

13 

R . a carbon adjacent to R and two atoms from the carbon at the point of 
20 attachment is optionally substituted by R^^ ^^^^ ^^.^^^^^ 

K and R is optionally substituted by R -. 
p9 _I1 ^ ^13 

K , K , and R are independently selected from the group consisting 



15 



25 



of hydrido, methyl, ethyl, methoxy, ethoxy. hydroxy, amino. N-methylamino, 
NJM-dimethylamino, methylthio. trinuorometbyl, pentafluoroethyl 2 22- 
tnfluoroethyl, fluoro, chioro. bromo, amidosulfonyl. N-methylamidosulfonyl 
N.N-d.methylamidosulfonyl. hydroxymethyl, 1 -hydroxy ethyl, amidocarbonyl' 
N-methylamidocarbonyl, carboxy, and cyano; 
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K andR are iDdependendy selected from the group consisting of 
hydndo, amidino. anudocarboDyl. N-methylamidocarbonyl. guanidino, 
methyl, ethyl, methoxy. ethoxy. hydroxy, hydroxymethyl. l-hydroxvethvl. 2- 
hydroxyethyl. carboxy. carboxymethyl. amino, acetamido. trifluoromelhyl 
5 pentafluoroethyl. 2.2.2-trinuoroethyl. trifluoroaceumido. aminomethyl. N- 
meihylamino, dimethylamjno. amidosulfonyl. N-metbylamidosuJfonyl N N- 
dimethylamidosulfonyl. methoxycarbonyl. fluoro. chloro. bromo, and cyano: 
Y is selected from the group consisting of: 

1- QW-2-R^^-3-R^^-5-R^«-^R^\enzene. 

2- Q^>Q^^R^^-4-R^«-2-R^ Vdane. 2-Q W-3-R^^^R^^thiophene, 

3- QW-2-R^^-^R^8^R^Vvridine.3-QW^R^"-2-R^^hiophene. 
3-QW-^R^'-2-R^^furan.2-QW-3-R^VR^^furan. 

3- QW-^R^^-2-R^VvrTole.2-QW-3-R'VR^Vole, 

4- Q^2-Q'-5-R^^thia2ole, and 2-q''-5-q'^R ^^thiazole; 

pl6 17 18 19 

. R , R . and R are independently selected from the group 

cons.stmg of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy 
amino, aminomethyl. 1-aminoethyl. 2-aminoethyl. N-melhylamino, 
dimethylamino. methylthio. ethylthio. trifluoromethyithio, methylsulfinyl 
methylsulfonyl. trinuoromethyl. pentafluoroethyl, 2^.2-trinuoroethyl 
tnfluoromethoxy. fluoro. chJoro. anudosulfonyl, N-methylamidosulfonyl, 
hydroxymethyl. carboxy, and cyano. 

is selected from the group consisting of NfR^°R^^ and 
C(NR^)Nr23r24 ^.^^ ^^^^^^^ ^^^^ ^^^^ ^^^^ _^ ^^^^^ ^ 

carbon atom; 

j,20 21 23 24 25 

.K .K .andR are independenUy selected from the group 
consisting of hydrido, methyl, and ethyl; 



Q' is CH,. 
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14. The compound as recited in Claim 13 or a phannaceudcally acceptable salt 
thereof, wherein; 

B is selected from the group consisting of 2-aminophenyl. 3- 
5 aminophenyl. 3-amidinophet,yl. 4-amidinophenyl. 3-carboxyphenvI. 3- 
carboxy-5-hydroxypheDyl, 3-chlorophenyl. 4-chlorophenvl. 3.4- ' 
dichlorophenyl. I-fluorophenyl. S-fluorophenyl, 3.4-dinuorophenvl 3- 
bydroxyphenyl. 4- hydroxy phenyl. 3-methoxyaminophenyI. 3-methoxyphenvl 
4-methoxyphenyl. 3-methylphenyl. 4-methylphenyl, phenyl, 3- 
) trifluoromethylphenyl. 2-imida2oyl. 2-pyridyi. 3-pyridvl. 5-chloro-3- 
tnfluoromethyl-2-pyridyl. 4-pyridyl. 2-thjenyl. 3-thienyl, and 3- 
trifl uorome thyl-2-pyridyi ; 

A IS selected from the group consisting of CH2. CH3CH. CF3CH. 

NHC(O), CH2CH2.aod CH2CH2CH2: 

is selected from the group consisting of hydrido, trifluoromethyl 
pentafluoroethyl. fluoro.and chloro: 

R is selected from the group consisting of 5-amino-3- 
amidocarbonylphenyl. 5-amino-2-nuorophenyl. 3-amincv5- 
hydroxymethylphenyl, Samino-3-methoxycarbonylphenyl. 3-am.dinophenyl 
3-aminc^2-methylphenyl. ^amino-2-methylth.ophenyl. 3-aminophenyl 
benzyl, 3-carbox>phenyl. 3-carboxy-5-aminophenvl, 3-carboxy-S 
hydroxyphenyl. 3-carboxymethyl-^aminophenyl. 3-carboxymethyJ-S 
hydroxyphenyl, 3-carboxymethylphenyl. 3-chlorophenyl. 2-chlorophenyl 3- 
cyanophenyl,3-dimethylaniinophenyI, 2-fluorophenyl, 3-fluorophenyl 23- 
dinuorophenyl. 2-hydroxyphenyl. 3-hydroxyphenyl 3- 
methanesulfonylaminophenyl. 2-methoxyphenyl. 3-methoxyphenyl 3- 
methoxyaminophenyl. 3-methoxycarbonylphenyl. 2-methylaminophenyl 3- 
methylam^nophenyl. 2-methylphenyl, 3-methylphenyl. 4-methylphenyl ' 
phenyl. 3-tnnuoroacetam,dophenyl. 3-trinuoromethylphenyI 2- 
tnfluoromethylphenyl. 5-am.no-2-th,enyl. Samincv3-thienyl. 3-bromo-2- 
thienyl. 3-pyridy). 4-pyndyl. 2-thienyl, and 3-thienyl; 
Y is selected from the group consisting of: 
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3-QVQ'.2-R'««'«^R"pyridin=, 

S-Q^S-Q 2-R ".hiophcoe. and 2-Q W-3-r'*-ur ' ^Ouophenc: 

pl6 19 

R and R are indepcndendy selected from the group consisting of 
hydride, amidino, amino, aminomethyl. methoxy. methylamino, hydroxy, 
hydroxymethyl. fluoro. chloro. and cyano: 
pl6 19 b 

K andR axe opuonally Q with the proviso that no more than one 

of R and R is q'' at the same time and that is Q^; 
pl7 18 

K and R are independenUy selected from the group consisting of 
hydride, nuero, chloro, hydroxy, hydroxymethyl. amino, carboxy. and cyano: 
Q is selected from the group consisting of Q^^ wherein Q*"" is hydride 
and QNR^^jNR^R^"*; 

23 24 25 

R ,R .andR are independently selected from the group consisting of 
15 hydride and methyl: 

is CH-,. 



15. The compound as recited in Claim 14 or a pharmaceutical ly acceptable salt 
Ihereof. wherein: 

20 B is selected from the group consisting of 3-aminophenyI 3- 

amidmephenyl. 4-am.dinophenyl. 3-chlerophenyl. 4-chlorophenyl 3 4- 
d.chJerephenyI. 2-nuorophenyl. ^methylphenyl, phenyl. 2-imidazoyi 3- 
pyridyl. 4-pyridyl, and 3-trifluoremelhyl-2-pyridyl; 



25 



A IS selected from the group consisting of CH2, NHC(O). 
CH2CH2.and CH2CH2CH2: 

R^ is selected from the group consisting of hydride and chloro; 
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R is selected from the group consisting of 3-aminophenvl. benzyl 3- 
chJorophenyl. 3-dimethylaminophenyI, 3-bydroxvpheDyl. 3- ' 
methanesulfonylaininophenyl. 3-methylanuoophenyl. 2;methvlphenvl 3- 
methylpbenyl. phenyl. 3-trinuoroacetam,dophenyl. 3-bromo-2-thienvl. 2- 
5 thienyl. and 3-lhienyl; 

Y° is selected from the group consisting of 5-amidino-2-thienvlmethyl. 
4-amidinobenzyl, 2.fluoro^aniidinoben2yl. and 3-fluorx>^amdinobenzyl. ' 

16. A compound as recited in Qaim 9 where sa.d compound is selected from 
1 0 the group having the Formula: 




O 



or a pharmaceutically acceptable salt thereof, wherein: 

R is 3-aminophenyl. B is 3-chlorophenyl. A is CH2CH2. Y° is 4- 
amidinobenzyl, and R^ is chJoro; 
15 r2 is 3-aminophenyl, B is phenyl, A is CH2. Y° is 4-amidinobenzyl. and 

R^ischJoro; 

R2 is phenyl. B .s 3-chlorophenyl. A is CH^CH^, Y° is ^amidinobenzyl, 
and is chJoro; 

R is 3-aminophenyi. B is 2-,midazoyl. A is CHjCHjCHj. Y° is 4- 

20 amidinobenzyl, and R^ is chloro: 
2 

R is 3-dimethylaminophenyl, B is phenyl, A is CH2CH2. y" is 4- 
amidinobenzyl. and R^ is chloro: 
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r2 is 2-meihylphenyl. B is phenyl. A is CH.CH,. Y° is 4-amidinoben2yl 
and is chJoro: 

R2 is phenyl. B is 3-aminophenyl. A .s C(0)NH. Y° .s ^axnid.nobenzyj. 
and is hydrido: 

5 r2 is phenyl. B is 3-amidinophenyl. A is CH,. Y° is ^amidinobenzyl. 

and is chloro; 

R is 3-(N-methyIamino)phenyI. B is phenyl. A is CH2CH,. Y° is 4- 
amidinobenzyl. and R^ is chloro: 

R^ is 3-thienyl. B .s phenyl. A .s CH^CH,. Y° is 4-amidinoben2yl, and 
10 R^ is chloro: 

r2 is 3-methylsulfonamidophenyl. B .s phenyl. A is CHsCHj. Y° is 4- 
amidinobenzyl. and R^ is chloro: 

R2 is phenyl. B is 4-anudinophenyl. A .s CH^, Y° is ^amidinobenzyl. 
and R~ is chloro; 

15 r2 is 3-methylaminopheDyl. B is phenyl. A is CH2CH2. Y° is 4- 

amidinobenzyl. and is hydrido; 

R2 is phenyl, B .s phenyl. A is CH^. Y° is ^an^idinobenzyl, and is 

chJoro; 

R is phenyl, B is 4-pyridvl A is CH rw v° xi . 

'uyi. js <_M2CH2, Y is 4-amidinobenzyI, and 

20 r1 is chloro; 

2 

R IS phenyl, B is 3-pyridvl A is CH ru >i ^- . 

yy luyi, ,s L.H2LH2, Y is 4-amidinobenzyl, and 

R"^ is chloro; 

R^ is 3-chJorophenyl. B is ^pyridyl, A is CHjCHj. Y° is 4- 
amidinobenzyl, and is chloro; 
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R is 3-methylpheDyl. B is 4-phenyl. A is CH-,CH^, is 4- 
amidinobenzyl, and is hydrido: 

R is 3-thienyl, B is 3-chJorophenyl. A is CH,CH-,. Y° is 4- 
amidinobenzyl. and is chloro. 



17. The compound as recited in Claim 2 having the Formula: 




10 



15 



or a pharmaceuiicaJly acceptable salt thereof, wherein: 

B is selected from the group consisting of hvdrido, C2-C8 alky! C3- 
C8 alkenyl. C3-C8 alkynyl. and C2-C8 haloalkyl. wherein each member of 
group B IS optionally substituted at any carbon up to and including 6 atoms 
from the point of attachment of B to A with one or more of the group 
consisting of R^^, R^^. R^^, r^^, r36 

R^^ 34 35 ^ „36 

. K. . K . K . and R are independenUy selected from the 

group consisting of hydrido, acetamido, haloaceumido, amid.no, guanidino 
alkoxy, hydroxy, amino, alkoxyamino. lower alkylamino, alkylthio 
amidosulfonyl, monoaJkyl axnidosulfonyl, dialkyl amidosulfonyl, alkyl halo 
haloalkyl, haloalkoxy, hydroxyalkyl. carboalkoxy. carboxy, carboxamido, ' 
20 cyano. and Q**; 

A is selected from the group consisting of single covalent bond and 
(CH(R ))p3-(W )^ wherein rr is an integer selected from 0 through 1 . pa is 
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an integer selected from 0 through 3. and W ' is selected from the group 

consisting of (r'^)NC(O) and N(R ^; 

7 

R IS selected from the group consisting of hydride, hydroxy and aJk^-l: 
15. 

R IS selected from the group consisting of hydndo. halo, alkyl. and 
5 haJoaJkyl: 

R^ is selected from the group consisting of hydrido. alkvl. cvano 
haloaJJcyl. and halo: 

r2 is Z°-Q; 
—0 . 

Z IS selected from the group consisting of covalent single bond and 

10 CH2; 

Q is selected from the group consisting of aryl and heteroaryl wherein a 
carboj, adjacent to the carbon at the point of attachment is optionally substituted 
by R , the other carbon adjacent to the carbon at the point of attachment ,s 
optionally substituted by R '\ a carbon adjacent to R^ and two atoms from the 
15 carbon at the point of attachment is optionally substituted by R^°. a carbon 
adjacent to R and two atoms from the carbon at the point of attachment is 
optionally substituted by R ^ ^ and any carbon adjacent to both R and R is 
optionally substituted by R ^ ^ 

K . K . and R are independenUy selected from the group 
20 consisting of hydrido. hydroxy, amino, amidino, guanidino, lower 
alkylamino. alkylthio, alkylsuifonamido. alkylsulfinyl, alkylsulfonyl 
amidosulfonyl, monoalkyl am^dosulfonyl, alkyl. alkoxy, halo, haloalkyl 
haloalkoxy. hydroxyalkyl. carboxy, carboxamido. and cyano; 

R andR are independently selected from the group consisting of 
25 hydrido, acetamido, haloacetamido. amid.no, guanidino. alkyl. aJkoxy " 
hydroxy, amino, aJkoxyamino. lower alkylammo, alkylsuifonamido. 
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amidosulfonyl. monoalkyl amidosulfonyl. dialkyl amidosulfonyl. 
hydroxyalkyl, aminoalk-yl. carboaJkoxy. carboxy. carboxyalkyl. 
amidocarbonyl. halo, haloalkyl. and cyano: 
Y° is formuJa (IV): 




(IV) 

. . _5 _6 5 6 
wherein D , D , J , and J are independently selected from the group 

consisting of C. N. O. S and a covalent bond with the provisos that no more 
than one is a covalent bond. K" is C. no more than one of D^, D^. J^, and 
is O. no more than one of D^. D^. j"*. and is S. one of D^. D^. J^. and 
1 0 must be a covalent bond when two of D^. D^. J^. and are O and S, and no 
more than four of D^, D^. J^. and are N; 

pl6 17 18 19 

, K . K , and R are mdependently selected from the group 

consisting of hydrido. amidino, guan.dino. carboxy, haloalkylthio. alkoxy. 
hydroxy, amino. lower alkylamino, alkylthio, alkylsulfinyl, alkylsulfonyl 
15 alkanoyl. haloalkanoyl. alkyl. halo, haloalkyl, haloalkoxy. hydroxyalkyl. 
aminoalkyi, and cyano; 

R*^ and R^^ are optionally q'' with the proviso that no more than one 

16 19 b 
olR andR is Q at the same time and that Q*' is Q^'; 

is selected from the group consisting of NR^^R^\ Q^^ wherein 

20 Q^^ is hydrido, C(NR-Vr^R^^, and N(R^^C(NR^)N(R^)(r24). with 
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the provisos that oo more than one of and R^^ is hydroxy at the same time 



same time: 



and that no more than one of and R^"* is hydroxy at the 
j,20 2] 23 24 25 26 

•R .R .R .R .andR are independenUy selected from the 
group consisting of hydrido. alkyl. and hydroxy; 

Q' is selected from the group consisting of a single covalent bond. 

CHj. andCH2CH2. 

18. The compound as recited in Claim 17 or a phamiaceutically acceptable salt 
thereof, wherein: 

B is selected from the group consisting of hydrido. ethyl. 2-propynyI 
2-propenyl, propyl, isopropyl, butyl, 2-butenyl. 3-butenyl. 2-butynvl sec-' 
butyl, rm-butyl. isobutyl. 2-methylpropenyl, 1-pentyl. 2-pentenyl. 3-pemenyl 
4-pentenyl. 2-pentynyl, 3-pentynyl. 2-pentyl. l-methyl-2-butenyl. l-methyl-3- 
butenyl, l-methyI-2-butynyl. 3-pent>l. l-ethyl-2-propenyl. 2-methylbutyl 2- 
methyl-2-butenyl, 2-methyl-3-buteoyl. 2-methyl-3-butynyl. 3-methylbutyl 3- 
methyl-2-butenyl.3-methyl-3-butenyl. I-hexyl. 2-hexenyl. 3-hexenyl 4- ' 
hexenyl, 5-hexenyl, 2-hexynyl. 3-hexynyl. 4-hexynyl. 2-hexvI. l-methyl-2- 
pentenyl, l-methyl-3-pentenyI. l-methyl^pentenyl. 1 -methyl -2-pentynyl 1- 
niethyl-3-pentynyl,3-hexyl, l-ethyl-2-butenyl, l-ethyl-3-butenyl, I-propyi-2- 
propenyl, 1 -ethyl -2-butynyl, 1-heptyl. 2-heptenyl. 3-heptenyl. ^heptenyi ^ 
heptenyl, 6-heptenyl, 2-heptynyl, 3-heprynyl. 4-heptynyl, ^heptynyl 2- ' 
heptyl. l-methyl-2-hexenyl, l-methyl-3-hexenyl. 1-methyl^hexenyl' 1- 
methyl-5-hexenyI. I-methyl-2-hexynyl. l-methyl-3-hexynyl. 1-methyi^ 
hexyny, 3-heptyl. l-ethyl-2-pentenyl. I-ethyl-3-penteny., 1 -ethyl ^pentenyl 
l-butyl-2-propenyl. l-ethyl-2-pentynyl. l-ethyl-3-pentynyl 2.22- 
tnfluoroethyl, 2.2-difluoropropyl, 4-trifluoromethyl-5.5.^trifluoropentyl 4- 
tnfluoromethylpentyl. 5.5.6.6.6-pentafluorohexyl. and 333-trifluoropropyl 
wherem each member of group B is optionally substituted at any carbon up to' 
and mcludmg :> atoms from the point of attachment of B to A with one or more 
30 of the group consisting of R^^. R^^. r^^, r35 ^36 



20 



25 
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R ,R .R .R .andR^^are independently selected from the 
group consisting of hydrido. amidino. guanidino. carboxy. methoxy. ethoxy. 
isopropoxy, propoxy, hydroxy, amino, methoxyamino. ethoxyamino. 
acetamido. trifluoroacetamido, N-methylamino. dimethylamino. N-ethylamino. 
methylthio. ethylthio. isopropylthio, trinuoromethyl. pentafluoroethyl. 2.2.2- 
trifluoroethyl. 2.2,333-pentafluoropropyl. trifluoromethoxy, 1 1.2.2- 
letrafluoroethoxy. fluoro. chloro. bromo. amidosulfonyl. N- 
methylamidosulfonyl, NjNj-dimethylajnidosulfonyl. hydroxy methyl, 1- 
hydroxyethyl. 2-hydroxyethyi, 2.2.2-trifluoro-l-hydroxyethyl, 
methoxycarbonyl. ethoxycarbonyl. amidocarbonyl, N-methylamidocarbonyl. 
N.N-dimethylamidocarbonyl, cyano. and Q^: 

A IS selected from the group consisting of single covalcnt bond. NH, 
N(CH3). N(OH), CH2, CH3CH, CF3CH. NHC(O). N(CH3)C(0). 
C(0)NH. C(0)N(CH3). CH2CH2. CH2CH2CH2, CHgCHCHj. and 
15 CF3CHCH2: 

R^ IS selected from the group consisung of hydrido, methyl, ethyl, 
propyl, trinuoromethyl. pentafluoroethyl, 2.2,2-trinuoroethyI. 2.23,33- 
pentafluoropropyl, fluoro, chloro, and bromo: 



20 
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r2 is Z°-Q: 

^ IS selected from the group consisting of covalent single bond and 

Q is selected from the group consisting of phenyl, 2-thienyI. 3-thienyl, 

2- furyl. 3-furyl, 2-pyrTolyl, 3-pyrTolyl. 2-imida2olyl, 4-imida2olyl. 3- 
pyrazolyl. 4-pyra2olyl. 2-thiazolyl. 3-isoxa2olyl, S-isoxazolyl. 2-pyridyI, 3- 
pyridyl,4-pyridyl, 2-pyra2inyl, 2-pyrimidinyl, 4-pyrimidinyl, 5-pyrimidinyl 

3- pyndazinyl. 4-pyridazinyl. and 13,5-triazin-2-yl, wherein a carbon adjacent 
to the carbon at the point of attachment is optionally substituted by R^. the 
other carbon adjacent to the carbon at the point of attachment is optionally 
substituted by R^^ a carbon adjacent to R^ and two atoms from the carbon at 
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the point of attachment .s opuonaJly substituted by R^^. a carbon adjacent to 
R and two atoms from the carbon at the point of attachment is optionally 
substituted by R a„d any carbon adjacent to both R and R is optionall 
substituted by R^ ^ 

K . K . and R are mdependenUy selected from the group consistin 
of hydrido. amidino, guanidino. carboxy. methyl, ethyl, propyl, .sopropvi 
methoxy, ethoxy. isopropoxy, propoxy. hydroxy, amino. N-methvlammo 
N.N-d.methylamino. N-ethylamino. methylthio. ethylthio. isopropylthio. 
influoromethyl, pentafluoroethyl. 2.2.2-trifluoroethyl, 2.233 J. 
peniafluoropropyl. trinuoromethoxy, 1.1,2^-tetrafluoroethoxy. fluoro 
chloro. bromo, methanesulfonamido, amidosulfonyl, N-methylamidosuIfonyl 
N.N-dimethylamidosulfonyl, hydroxymeihyl. 1-hvdroxvethyl. 2- 
hydroxyethyl, 2.2.2-trinuoro-l-hydroxyethyI. amidoca/bonvl N- 
methylamidocarbonyl. N.N-dimethylamidocarbonyl, and cvano- 
plO 12 ' ' 

R and R are independently selected from the group consisting of 

hydrido, amidino. guanidino. carboxy. carboxy methyl, methyl, ethyl, prlyl 
.sopropyl, methoxy, ethoxy. isopropoxy. propoxy. hydroxy, amino 
methoxyamino, ethoxyamino, acetamido, trifluoroacetamido. aminomethyl 1- 
aminoethyl, 2-aminoethyl, N-methylamino, dimethylamino, N-ethylamino ' 
methanesulfonamido. amidosulfonyl, N-methylamidosulfonyl NJV- 
dimethylamidosulfonyl. hydroxy methyl, 1-hydroxyethyl, 2-hydroxyethyl. 
2.2^-tnnuoro-l-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl 

amidocarbonyl, N- methyl ami docarbonyl. N.N-dimethylamidocarbonyl 

fluoro. chloro. bromo, and cyano; 

Y° is selected from the group consisting of: 
.-QW-2-R'«3.R'^.^R'VR'%cnze„e, 
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3-QW-2-R^^-SR^8^R^%nd.ne.2-QW-3-R^VR^Vvmzine.3- 
Q VQ^2-R ' ^-5-R ' ^-4-R ^ Vridaz^ne. 

2- Q^^Q^6-R^VR^Vvrimid.„e.^Q^.2-Q^3-R^^-^R^Vrim.di„e. 

3- QW-^R^^-2-R^^tuophene.2-Q^-5-Q^3-R^^^R>^tluophene. 
5 3-Q W-^R^' 2-R^^fur^. 2-Q W-3-R^ VR^^furan, 

3-Q^SQUR^6-2-R^Vole,2-Q^^Q^3-R^^^R^Vole, 
^Q^-2-Q^5-R^^imida2ole.2-QVQ^5-R^^imidazole. 
3-Q^5-Q'^R^^isoxazole,5-Q^3-QUR'^isoxa2ole, 
2-Q^^Q'^R^%yra2ole, ^Q^-2-Q'-5-R^^thiazole, and 

10 2-Q''-5-Q^^R^'^thiazoIe: 

pI6 17 18 19 

. R , R . and R are independently selected from the group 

consisting of hydndo. methyl, ethyl, isopropyl. propyl, carboxy, amidino 
guan.dino. methoxy, ethoxy. isopropoxy. propoxy, hydroxy, amino 
anunomethyl. 1-anT.noethyl, 2-aminoethyl. N-methylamino, dimethylamino. 
N-ethylamino, methylthio. ethylthio. isopropylthio, trifluoromethylthio 
methylsulfinyl. ethylsulfinyl. methylsulfonyl. ethylsulfonyl. trifluoromethyl 
pentafluoroethyl, 2.2.2-trifluoroethyl, 2.2333-pentafluoropropyl 
tnfluoromethoxy, 1.1.2,2-tetrafluoroethoxy, Huoro, chloro, bromo' 
amidosulfonyl, N-methylamidosulfonyl. N.N-d,methylamidosulfonyl 

20 l>ydroxymcthyl,l-hydroxyethyl.2-hydroxyethyl,2.2.2-tnfluoro-l- ' 
hydroxyethyj. and cyano: 

R and R^^re optionally Q*' with the proviso that no more than one of 
R and R is q'' at the same time and that is Q^; 

is selected from the group consisting ofNR^^R^\ Q^*, ^herein Q*^ 
25 is hydHdo, C(NR^)NR^r24 ,,,r26^^^^^25^^^^23^^^24^^ 
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provisos that no more than one of R^^ and R^^ is hydroxy at the same time and 

that no more than one of R^ and R^"* is hydroxy at the same time: 

20 21 23 24 ^25 26 

. K , K . K , R . and R are independently selected from the 

group consisting of hydrido. methyl, ethyl, propyl, butyl, isopropyl. and hydroxy 

Q is selected from the group consisting of a single covalent bond. 

CH,, and CH^CH^. 

19. The compound as recited in Claim 18 or a phaimaceudcally acceptable salt 
thereof wherein; 

B is selected from the group consisting of hydrido.ethyl. 2-propenyl. 
2-propynyl, propyl, isopropyl. butyl. 2-butyl, (R)-2-butyl.(S)-2-butyl. rm- ' 
butyl, isobutyl, 1-pentyl. 3-pentyl. 2-methyl butyl. 2.2.2-trifluoroethyl 6- 
amidocarbonylhexyl. 4-methyl-2-pentyl. 3-hydroxypropyl. 3-methoxy-2- 
propyl. 2-methoxyetbyl, 2-methyl-2-butyl. 3-methyI-2-butyl. 2- 
dimethylaminopropyl. 2-cyanoethyl. 6-hydroxyhexyl. 2-hydroxvethyl, 2- 
amjdiDoethyl. 2-guanidinoethyl. 3-guanidinopropyl. 4-guanidinobutyl 3- 
hydroxypropyl, 4-hydroxybutyl. 6-cyanohexyl. 2-dimethylaminoethyl 3- 
methylbutyl, 2-methylbutyl. (S)-2-methylbutyl. 3-aminopropyl. 2-hexyl. and 
4-aminobutyl; 



20 



A is selected from the group consisting of single covalent bond.CHj. 
NHC(O). CH2CH2. CH2CH2CH2. and CH3CHCH2; 

R^ is selected from the group consisting of hydrido. methyl ethyl 
propyl, trifluoromethyl. pentafluoroethyl. 2.2.2-trifluoroethyl. fluoro, chloro, 
and bromo; 

25 r2.s Z°-Q; 

Z° is selected from the group consisting of covalent single bond and 



CH- 



Q is selected from the group consisting of 5-amino-3- 
amidocarbonylphenyl. 5-amjno-2-fluorophenyl. 3-amino.5- 
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hydroxymethylphenyl.5-aminoO-meihoxycarbonylphenyl,3-amidinophenyl. 
3-amino-2-methylphenyl. 5-amiDo-2-methyIthiophenyl. 3-aminophenyI. 
benzyl. 3-carboxyphenyl. 3-carboxy-5-aminophenyl, 3-carboxy-5- 
hydroxyphenyl. 3-cartx>xymethyI-5-aminophenyl. 3-carboxymethyl-5- 
hydroxyphenyl. 3-carboxymeihylphenyl. 3-chjorophenyl. 2-chlorophenyl. 
2.^dichJorophenyl, 3-cyanophenyl, 3-dimethylaminophenyl. 2-nuorophenyl. 
3-nuorophenyl. 2^difluorophenyl. 2-hydroxyphenyl. 3-bydroxyphenyl, 3- 
methanesulfonylaminophenyl. 2-methoxyphcnyl, 3-methox>'phenyl, 3- 
methoxyaminopheDyl. 3-methoxycarbonylphenyI. 2-mcthyIaininophenyI. 3- 
methylaminophenyl. 2-methylphenyl, 3-TnethylphenyI. 4-methyl phenyl, 
phenyl. 3-trinuoroacetamidophenyl. 3-trifluoronielhylpbenyl. 2- 
crifluoromethylphenyi. 5-ainino2-thienyl. 5-amino-3-thienyl. 3-bromo-2- 
thienyl. 3-pyridyl, 4-pyridy!. 2-lliienyK and 3-thienyl; 
T IS selected from the group consisting of: 

,.Q*>^Q^2-R^^-3-R'^-^R^«^R^%enzene, 

2- Q^5-Q'-6-R^^-4-R'^-2-R^Vvridine. 

3- QW-2-R>^-5-R^^-4-R^Vd.ne. 

3-Q W-^R'^-2-R'^hiophene. and 2-Q W-3-r' ^R^'^thiophene: 
R and R are independently selected from the group consisting of 

hydrido. amidino, amino, aminomethyl. methoxy. methylamino, hydroxy, 
hydroxy methyl, fluoro. chloro, and cyano; 

R andR are optionally Q with the proviso that no more than one 

of R and R is at the same time and that is Q*'*'; 

R and R are independently selected from the group consisting of 
hydrido, fluoro. chloro, hydroxy, hydroxymethyl, amino, carboxy. and cyano: 

Q is selected from the group consisting of q'^ wherein Q*^ is hydrido 
and C(NR^)NR^R^'*- 
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K .R .audR are mdependenUy selected from the group consistin 



hydrido and methyl: 



is CH,. 

20. The compound as recited in Qaim 17 having the FonnuJa: 



,2 




O 



or a pharmaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of hydrido, C2-C8 alkyl, C3- 
C8 alkenyl. C3-C8 alkynyl. and C2-C8 haloalkyl. wherein each member of 
group B is optionally substituted at any carbon up to and including 6 atoms 
from the point of attachment of B to A with one or more of the group 
consisting of R^^. R^^, R^"^. r^^, ^nd R^^ 

R^^ R^^ P^'^ o35 ^ ^36 

. K , K . and R are independently selected from the 

group consisting of hydrido, acetamido, haloacetamido, amidino, guanidino, 
aJkoxy. hydroxy, amino, alkoxyamino, lower alkylamino, alkylthio, 
amidosulfonyl, monoalkyl amidosulfonyl, dialkyi amidosulfonyl, alkyl halo 
haloalkyl, haloaJkoxy, hydroxyalkyl, carboalkoxy. carboxy, carboxamido. 
cyano. and Q^; 

A is selected from the group consisting of single covalent bond and 
(CH(R ))pa-(W )^ wherein rr is an integer selected from 0 through 1 . pa is 

an integer selected from 0 through 3. and is N(R^); 
7. 

R IS selected from the group consisting of hydrido and alkyl; 
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15. 

R IS selected from the group consisting of hvdrido. halo, alkyl. and 
haloalkvl; 

IS selected from the group consisting of hvdrido. cyano. haloalkvl, 

and halo; 
5 R2isZ°-Q; 

Z IS a covalent single bond; 

Q is selected from the group consisting of aryl and heteroaiyl wherein a 
carbo^n adjacent to the carbon at the point of attachment is optionally substituted 
by R . the other carbon adjacent to the carbon at the point of attachment is 
1 0 optionally substituted by R a carbon adjacent to R^ and two atoms from the 
carbon at the point of atuchment is opuonally subsUtuted by R^° a carbon 
adjacent to R and two atoms from the carbon at the point of attachment is 
optionally substituted by R^^. and any carbon adjacent to both R^° and R^^ is 
optionally substituted by R^ ^ 



15 



p9 _11 ^ ^13 

K , K , and R are independenUy selected from the group 



consisting of hydrido, hydroxy, amino, amidino, guanidino, lower 
alkylamino, alkylthio, alkoxy. alkylsulfmyl. alkylsulfonyl, amidosulfonyl 
monoalkylamidosulfonyl, aJkyl. halo, haloalkyl. haloalkoxy. hydroxyalkyl. 
carboxy. carboxamido, and cyano; 

20 p^^ ,40^2 

K and R are mdependently selected from the group consisting of 

hydrido. acetamido, haloacetamido. amidino, guanidino, alkyl, alkoxy 
alkoxyammo. aminoalkyl, hydroxy, amino, lower alkylamino, 
alkylsulfonamido, amidosulfonyl. monoalkyl amidosulfonyl dialkyi 
amidosulfonyl, hydroxyalkyl. aminoalkyl, halo, haloalkyl, carboalkoxy 
2 5 carboxy, carboxyamido. carboxyalkyl, and cyano; 



Y° is formula (IV): 



339 



C-3201 




5 6 - ^^^^ 
wherein D .D • j"", and are independently selected from the group 

consisting of C, N, O. S and a covalent bond w.th the provisos that no more 
than one is a covalent bond, is C. no more than one of D^, D^. J^, and 
5 is O. no more than one of D^. D^, J^, and is S. one of D^. D^, J^. and 
must be a covalent bond when two of D^, D^. J^. and are O and S. and no 
more than four of D^. D^, J^. and are N; 
pl6 17 18 19 

K - K , R . and R are independently selected from the group 
consisting of hydrido. amidino. guanidino, carboxy. haloalkylthio. alkoxy 
10 hydroxy, amino, lower alkylamino, aJkylthio. alkylsulfinyl. alkylsulfonyl 
alkanoyl, haloalkanoyl, alkyl. halo, haloalkyl. haloalkoxy. hydroxyalkyl, 
aminoalkyl, and cyano; 

R^^ and R^^ are optionally wuh the proviso that no more than one of 
R and R^^ is at the same time and that Q*' is Q^^; 
15 Q^s selected from the group consisting of NR^^R^ ' , wherein Q^* is 

hydrido, N(r2^C(NR^^N(R^)(r2^). and C(Nr25)nr23j^24. 

^20 21 23 24 25 26 

.K ,K ,andR are independenUy selected from the 
group consisting of hydrido and alkyl; 

is CH,. 



20 
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10 



15 



21. The compound as recited in Qaim 17 or a phannaceuticaJly acceptable salt 
thereof, wherein; 

B is selected from the group consisting of hydrido. ethyl. 2-propenyl. 

2- propynyl. propyl, isopropyl. butyl. 2-butenyl. 2-butynyl. sec-butyl, ten- 
butyl, isobutyl. 2-methylprDpenyl. 1-pentyl. 2-pentenyI. 3-pentenvl. 2- 
pentynyl. 3-pentynyl. 2-peDtyl. 3-pentyl. 2-methyl butyl. 2-methvI-2-butenvl. 

3- methylbut>l. 3-methyI-2-buteDyl. ]-hexyl. 2-hexenyl, 3-hexenvl. 4-hexenvl 

2- hexynyl, 3-hexynyl. ^hexynyl. 2-hexyl. l-methyl-2-pentenyl. l-methv!-3- 
penienyl, l-methyl-2-pentynyI. l-methyl-3-pentynyl. 3-hexyl. l-ethyl-2-' 
butenyl, I-heptyl. 2-heptenyl. 3-heptenyl. ^heptenyl, 5-heptenvl, 2-heptvnvl 

3- heptynyl.4-beptynyI.5-heptynyl. 2-hept>|. l-methyl-2-hexenyl. l-methyl- 
3-hexenyl. 1 -methyl -4-hexenyl. l-methyI-2-hexynyl, l-methyl-3-hexynyl. 1- 
methyl-4-hexynyl.3-hept>'l. l-ethyl-2-peDtenyl. l-ethyl-3-pentenyl. l-ethyl-2- 
pentynyl. l-ethyl-3-pentynyl. 2.2.2-tnfluoroeihyl. 2,2-dinuoropropyl, 4- 
trifluoromethyl-5_5.5-trinuoropentyI. ^-trifluoromethylpentyl. 5.5.6.6.6- 
pentafluorohexyl, and 333-trifluoropropyl. wherein each member of group B 
.s optionally substituted at any carbon up to and mciuding 5 atoms from'' the 
point of attachment of B to A w.th one or more of the group consistino of R^^ 

2 0 R^^ R^^ R^^ R^^ hd36 

' «^ . K . K . and R are mdependently selected from the 

group consisting of hydrido. amidino. guanidino. methyl, ethyl, methoxy 
ethoxy, hydroxy, amino. N-methylamino, dimethylamino, methylthio 
ethylthio. trifluoromethyl, pentafluoroethyl. 2.2.2-trifluoroethyl, fluoro 
chloro, bromo, amidosulfonyl. N-methylamidosulfonyl, hydroxymethyl, 
25 amidocarbonyl, carboxy, cyano. and Q^. 

A is selected from the group cons.simg of single covalent bond, NH, 
N(CH3). CH2, CH3CH, and CH2CH2; 

A is optionally selected from the group consisting of CH2N(CH3), 

CH2N(CH2CH3), CH2CH2N(CH3), and CH2CH2N(CH2CH3) with the 
3 0 proviso that B is hydrido: 
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is selected from the group consistino of hydrido. trifluoromethyl 
pentafluoroethyl. fluoro. and chJoro: 

R is selected from the group consisting of phenyl. 2-thienvl ^-furyl 
2-pyrrolyl. 2-imidazolyl. 2-thiazolyl. 3-.soxazolyl. 2-pyridvl. and 3-pvridvl ' 
wherem a carbon adjacent to the carbon at the point of attachment is optionally 
subsdtuted by R^. the other carbon adjacent to the carbon at the point of 
atuchment is optionally substituted by R a carbon adjacent to R^ and two 
atoms from the carbon at the point of attachment is optionally substituted by 
R . a carbon adjacent to R and two atoms from the carbon at the point of 



20 



25 



5 attachment is optionally substituted by R^^. and any carbon adjacent to both 
D^O 12 

R and R is optionally substituted by R ; 

R . R . and R are independently selected from the group consisting 
of hydndo. methyl, ethyl, methoxy. ethoxy. hydroxy, amino. N-methylamioo^ 
N.N-d,methylamino. methylthio. trifluoromethyl, pentafluoroethyl 2 2^- 
tnfluoroethyl, fluoro, chloro. bromo. amidosulfonyl, N-methylamidosuIfonyl 
N.N-d.methylam.dosulfonyl. hydroxymethyl. 1 -hydroxyethyl, amidocarbonyl' 
N-methylamidocarbonyl, carboxy, and cyano- 
plO 12 

andR are independently selected from the group consisting of 
hydrido. amidino, amidocarbonyl. N-methylamidocarbonyl, guanidino " 
-ethyl, ethyl, methoxy, ethoxy. hydroxy, hydroxymethyl. 1 -hydroxye'thyl 2- 
hydroxyethyl. carboxy. carboxy methyl, ammo, acetamido. trifluoromethyl ' 
pentafluoroethyl. 2,2.2-trifluoroethyl. trifluoroacetamido, aminomethyl N- 
methylam.no. dimethylamino. amidosulfonyl. N-methylamidosulfonyl N N- 
dimethylamidosulfonyl, methoxycarbonyl. fluoro, chloro, bromo. and ^yano; 
Y «s selected from the group consisung of- 

2-Q^^Q^^R''.^R'« Vdine. 2-Q''.S.Q^3-R' Vr ''.hiop.ene 
3.QVQ^2-R'VR'VR'Vr.<U„..3-QW^R>62.R.9^„^,_ 

342 



3-QW^R^^-2-R'^furan.2-QW-3-R^^^R^^furan. 

3- Q^5-QUR'^.2-R^Vole.2-Q*'-SQ^3-R^^^R^Vvrrole. 

4- Q^2-Q^5-R ^^thiazole. and 2-Q^-5-q'^R ' "^thiazole: 

pl6 17 _18 19 

K . K , R . and R are independently selected from the group 
3 consisting of hydrido. methyl, ethyl, amidino, guanidino. methoxy. hydroxy, 
amino, aminomethyl, 1-aminoethyl. 2-aminoethyl. N-methylamino, 
dimethylaniino. methylthio. ethylthio. trifluoromethylthio, methylsulfmyl, 
methylsulfonyl. trifluoromethyl. pentafluoroethyl. 2:2,2-trifluoroethyl. 
trifluoromethoxy, fluoro. chloro. amidosulfonyl. N-methylamidosuJfonyl. 
hydroxy methyl, carboxy. and cyano. 

is selected from the group consisting of NR^^R^\ 
C(NR^,NR^R^^. and N(R^^C(Nr2^)N(R^)(r2^). with the proviso that 

sajd Q group is bonded directly to a carbon atom; 

_20 21 23 24 25 '>6 

. R . R . R . R~ . and are independently selected from the 

group consisting of hydrido. methyl, and ethyl; 
is CH,. 

22. The compound as recited in Qaim 21 or a pharmaceutically acceptable salt 
thereof, wherein; 

B is selected from the group consisting of hydrido.ethyl, 2-propenyl, 
2-propynyl. propyl, isopropyl. butyl. 2-butyl. (R)-2-butyl,(S)-2-butyl ten- 
butyl, isobutyl. I-pentyl, 3-pentyl. 2-methylbutyl. 2.2,2-trifluoroethyI 6- 
amidocarbonylhexyl, 4-methyl-2-pentyl. 3-hydroxypropyl. 3-methoxy-2- 
propyl, 2-methoxyethyl. 2-methyl-2-butyl. 3-methyI-2-bulyl. 2- 
d.methylaminopropyl. 2-cyanoethyl. 6-hydroxyhexyl. 2-hydroxvethyl 2- 
amidmoethyl. 2-guan,dinoethyl. 3-guanidinopropyl. ^guanidinobutyl 3- 
hydroxypropyl, 4-hydroxybutyl. 6-cyanohexyl. 2-dimethylaminoethyl 3- 
methylbutyl. 2-methyIbutyl. (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl. and 
4-aminobutyI; 
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A is selected from the group consisting of single covaJent bond. CH-,. 
CH3CH. and CH2CH2: 

is selected from the group consisting of hydrido, trifluoromethyl. 
fluoro. and chloro; 

R is selected from the group consisting of 5-amino-3- 
amidocarboriylphenyl, 5-ainino-2-fluorophenyl, 3-ainino-5- 
hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 3-amidinophenyl. 
3-amino-2-methylphenyl, 5-amino-2-raethylthiophenyl. 3-aminophenyl, 
benzyl, 3-carboxyphenyl, 3-carboxy-5-aminophenyl, 3-carboxy-5- 
hydroxyphenyl. 3 -carboxy methyl -5-aminophenyl. 3-carboxy methyl -5- 
hydroxyphenyl, 3-carboxymethylphenyl. 3-chJorophenyl, 2-chlorophenyl. 
2.6-dichJorophenyl. 3-cyanophenyI. 3-dimethylaniinophenyl. 2-nuorophcnyl. 
3-nuorophenyl. 2,5-dinuorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyl. 3- 
methanesulfonylaminophenyl, 2-methox>phenyI. 3-methoxyphenyl, 3- 
methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methyIaminophenyl. 3- 
methylaminophenyl. 2-methylphenyI, 3-methylphenyl, 4-methylphenyl. 
phenyl. 3-trifluoroacetamidopheoyl. 3-trinuoromethylphenyl, 2- 
trifluoromethylphenyl. 5-amino-2-thienyl. 5-aniino-3-thienyl. 3-bromo-2- 
thienyl, 3-pyridyl. 4-pyridyl, 2-thienyl. and 3-thienyl- 
Y is selected from the group consisting of: 

1- QW-2-R^^-3-R^^-SR^«6-R^%enzenI. 

2- Q^-5^3'-^R ' '^^R ^^-2-R ' pyridine, 

3- QW-2-R^^-^R^«^R^Vridine, 

3-Q'-5-Q^^R'6.2-R^^l,ophene. and 2-Q W-3-R^ ^R^^thiophene; 

K and R are independently selected from the group consisting of 
hydrido, amidino. amino, aminomethyl, methoxy, methylamino, hydroxy, 
hydroxymethyl, fluoro. chloro. and cyano; 



344 



c-3201 



16 .„19 h 



10 



15 



20 



25 



R andR are optionally Q with the proviso that no more than one 

of R^^ and R^^ is q'* at the same time and that is Q^*: 
pl7 18 

R and R are independenUy selected from the group consisting of 
hydrido, fluoro. chloro. hydroxy, hydroxymethyl. amino. carbox>-. and cyano: 
Q is selected from the group consisting of q'^ wherein Q^*" ,s hydrido 
and aNR^)NR^R^'*: 

23 24 25 

R ,R .andR are independently selected from the group consisting of 
hydrido and methyl; 

Q' is CH,. 



23. The compound as recited in Qaim 22 or a phaimaceutically acceptable salt 
thereof, wherein; 

B is selected from the group consisting of hydrido.ethyl, 2-propenyl, 
2-propynyl. propyl, isopropyl, butyl, 2-butyl. (R)-2-butyl,(S)-2-butyl, /en- 
butyl, isobutyl, 1-pentyl, 3-pentyl. 2-methylbutyl. 2,2,2-trinuoroethyl,' 6- 
amidocarbonylhexyl. 4-methyI-2-pentyl, 3-hydroxypropyl, 3-methoxy-2- 
propyl. 2-methoxyethyl. 2-methyl-2-butyI, 3-methyl-2-butyl. 2- 
dimethylaminopropyl, 2-cyanoethyl. 6-hydroxyhexyl, 2-hydroxyethyl, 2- 
amidinoethyl, 2-guanidinoethyl. 3-guanidinopropyl. 4-guanidinobutyl' 3- 
faydroxypropyl, 4-hydroxybutyl. 6-cyanohexyl. 2-di methyl aminoethyl 3- 
methylbutyl, 2-methylbutyl, (S)-2-methylbutyl,3-aminopropyl, 2-hexyl, and 
4-amiiiobutyl; 

A is selected from the group consisting of single covalent bond, CH2. 
CH3CH. and CH2CH2; 

R^ is selected from the group consisting of hydrido and chloro; 

R is selected from the group consisUng of 5-amino-2-fluorophenyl 3- 
ammo-2-methylphenyl. 5-aminc^2-methylthiophenyl. 3-aminophenyl. 3- 
carboxyphenyl. 3-cyanophenyl, 3-methoxycarbonylphenyl, phenyl and 3- 
pyridyl; 
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Y is selected from the group consisting of 5-aniidinc^2-thienylmeihvl. 
4-amidiDobenzyl. 2-nuoro^amidinobenzM. and S-fluoro^amidinobenzyl. 

24. A compound as recited .n Claim 17 where said compound is selected from 
5 the group having the Formula: 




O 



ora phannaceutically acceptable salt thereof, wherein: 

A • . . . n 

is 4- 



2 

R is 3-aminophenyI. B is 2.2.2-trinuoroethyl. A is single bond, Y° is 



amidinobenzyl, and is chloro: 

/■Cl -> U 1 A •_ - . . . - -O . 

IS 4- 



2 

10 R is 3.aminophenyL B is (S)-2.butyL A is single bond, y'^ 



amidinobenzyL and is chJoro: 

»nvl R ;c. l^^^^ I A • . . . . _ ft 

IS 4- 



2 

R is 5-amiDcv2-nuorophenyl. B is isopropyl. A is single bond. Y*' 



amidinobenzyl, and is chloro; 

is 4- 



2 

R is 2-methyl-3-aminophenyl. B is isopropyl, A is single bond, Y° 



15 amidinobenzyl. and R^ is chJoro; 

R2 is 3-aminophenyI. B is ethyl. A is single bond. Y° is 4-amidinobenzyl. 
and r1 is chloro; 

R2 is 3-ammophenyl. B is ethyl. A ,s single bond, Y° is 4-amidino-2- 
fluorobenzyl. and R^ is chloro: 
20 r2 is 3-aminopheDyl. B is 2-propenyl, A ,s single bond, Y° is 4- 

amidinobenzyl, and R^ is chloro: 
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r2 is 3-aminophenyl. B is isopropyl. A is single bond. Y° is 4-amjdino-: 
fluorobenzyl, and is chJoro; 

is 3-aminophenyl. B is isopropyl. A is single bond. Y° is 4- 
amidinobenzyl, and R^ is chloro: 
5 r2 is 3-aminophenyI, B is 2-but>'l, A is single bond. Y° is 4- 

amidinobenzyl. and R^ is chloro: 

r2 is 3-aminophenyl. B is (R)-2-butyl. A is single bond, Y° is 4- 
amidinobenzyl. and R^ is chloro; 

R is 3-aminophenyl, B is 2-propynyl. A is single bond, Y° is 4- 
0 amidinobenzyl. and R^ is chloro; 

R is 3-aminophenyl. B is 3-pentyl. A is single bond. Y° is 4- 
amidinobenzyl, and R-^ is hydrido; 

R2 is 3-aminophenyl. B is hydrido. A .s CH,. Y° is ^amidinobenzyl, and 
is chJoro; 

R2 is 3-aminophenyl. B is ethyl. A is CHj. Y° is 4-amidinobenzyl. and 
R^ is chloro; 

is 3-aminophenyl. B is 2-methypropyl. A is single bond. Y° is 4- 
amidinobenzyl, and R^ is chloro: 

R2 is 3-aminophenyl. B is 2-propyl. A is CH3CH. Y° .s 4-amidinobenzyl, 
and R^ is chloro; 

R2 is 3-aminophenyl. B is propyl. A is single bond. Y° is 4-amidino-2- 
fluorobenzyl, and R^ is chJoro; 



r2 is 3-aminophenyl. B is 6-amidocarbonylhexyl. A is single bond, Y° 
4-amidinobenzyl. and R^ is chloro; 



is 
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2 

R is 3-aminophenyl, B is lert-butyl. A is single bond, is 4- 
amidinobenzyl, and R^ is hydrido: 

R is S-arainophenyl. B is ten-butyl. A is single bond. Y° is 4- 
amidinobenzyl, and R^ is chloro; 
5 r2 is 3-aininophenyI. B is 3-hydroxypropyl. A is single bond. Y° is 4- 

amidinobenzyl. and R^ is chloro: 
2 

R is 3-aniinophenyl. B is 2-niethylpropyl, A is single bond. Y° is 4- 

amidino-2-fluorobenzyl. and R^ is chloro: 
2 

R is 3-aminophenyl. B is butyl. A is single bond. Y° is 4-amidinoben2yl. 

10 and R^ is chloro; 

2 

R is 3-aminophenyl. B is 3-methoxy-2-propyl. A is single bond, Y° is 4- 

amidinobeazyl, and R^ is chloro; 

"^.m^rh/^v., -> 1 A ■ ■ . . . . 

IS4- 



r2 is 3-aminophenyl. B is 3-methoxy-2-propyl. A is single bond. Y° is 



amidinobenzyl. and R^ is chloro: 
15 r2 is 3-aminophenyl. B is 2-methoxy-2-eihyl, A is single bond. Y° is 4- 

amidinobcnzyl, and R^ is chloro; 

R2 is 3.aminophenyl. B is 2-propyl. A is single bond. Y° is 5-amidino-2- 
thienylmcthyl, and r1 is chloro; 

r2 is 3-aminophenyl. B is 2-propyl. A is single bond. Y° is 4-amidino-3- 
2 0 fluorobenzyl, and R ^ is hydrido; 

R2 is 3-carboxyphenyl, B is 2-propyl, A is single bond, Y° is 4- 
amidinobenzyl. and R^ is hydrido; 

R2 is 3-aminophenyl. B .s 2-propyl. A is single bond. Y° is 4-amidino-3- 
fluorobenzyl. and R^ is chloro. 

25 
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25. The compound as recited in Claim 2 having the Formula: 

R- 




o 



or a pharmaceuticaliy acceptable salt thereof, wherein; 

B is selected from the group consisting of C3-C7 cydoalkyl and C4-C6 
saturated heierocyclyl, wherein each ring carbon is optionally substituted with 

33 

K . a nng carbon other than the ring carbon at the point of attachment of B to 
A is optionally substituted with oxo provided that no more than one ring carbon 
is subsututed by oxo at the same time, ring carbons and a nio-ogen adjacent to 
the carbon atom at the point of attachment are optionally substituted with or 
pl3 o 

K , a nng carbon or nitrogen adjacent to the R position and two atoms from 
the point of attachment is optionally substituted with R^° a ring carbon or 
nitrogen adjacent to the R^^ position and two atoms from the point of 
atachment is optionally subsututed with R ^ ^. a ring carbon or nitrogen three 
atoms from the point of attachment and adjacent to the R^° position is 
optionally substituted with R ^ \ a ring carbon or nitrogen three atoms from 
the pomt of attachment and adjacent to the R^^ position is optionally 
substituted with R^^, and a ring carbon or nitrogen four atoms from the point 

of attachment and adjacent to the R ^ ^ and R^^ positions is optionally 

34 

substituted with R ; 
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15 



K . K . and R are independenUy selected from the group 
consisting of hydride, hydroxy, amino, amidino. guanidino. lower 
aJkylamino. alkylthio. alkylsulfonamido, aJkylsulfinyl. alkylsulfonyl. 
amidosulfonyl. monoalkyi amidosulfonyl. alkyl. alkoxy. halo, haloalkyl. 
5 haloaJkoxy, hydroxyalkyl, carboxy. carboxamido. and cyano- 
„10 12 

R and R are independently selected from the group consisting of 
hvdrido. aceiamido. haJoacetamido. amidino. guanidino, aJkyl, alkoxy. 
hydroxy, amino, alkoxyamino. lower alkylamino, alkylsulfonamido. 
amidosulfonyl. monoalkyi amidosulfonyl. dialkyl amidosulfonyl. 
1 0 hydroxyalkyl . aminoaJkyl, carboalkoxy, carboxy. carboxyalkyl. 
amidocarbonyl. halo, haloalkyl. and cyano; 
-33 34 

K and R are independently selected from the group consisting of 
hydride, aceiamido. haloacetamido. amidino. guanidino, aikoxy, hydroxy, 
amine, alkoxyamino. lower aJkylamino. alkylthio, amidosulfonyl. monoalkyi 
amidosulfonyl. dialkyl amidosulfonyl. aJkyl. halo, haloalkyl. haJoalkoxy. 
hydroxyalkyl, carboalkoxy, carboxy. cartxjxamido, cyano. and Q^; 

A is selected from the group consisting of single covaJent bond and 
(CH(R ))pa-(W )^ wherein rr is an integer selected from 0 through 1 . pa is 
an integer selected from 0 through 3, and W*^ is selected from the group 

2 0 consisting of (r'^)NC(O) and N(R^); 
7. 

R IS selected from the group consisting of hydrido, hydroxy and alkyl; 
15 . 

R IS selected from the group consisting of hydrido. halo, alkyl, and 
haloalkyl; 

is selected from the group consisting of hydrido. alkyl. cyano 
25 haloalkyl, and halo; 

r2 isZ°-Q; 

Z° is selected from the group consisting of covalent single bond and 

CH,; 



350 



C-3201 



Q is selected from the group consisting of aryl and heteroanl wherein a 
carbon adjacent to the cartxjn at the point of attachment is optionaJlv subsutuied 
9 

by R . the other carbon adjacent to the carbon at the point of attachment i 



IS 



10 



optionally substituted by R^^. a carbon adjacent to R^ and two atoms from the 
carbon at the point of attachment is optionally substituted by R^° a carbon 
adjacent to R and two atoms from the carbon at the point of attachment is 
optionally subsiimted by R^^. and any carbon adjacent to both R^° and R^^ is 
optionally substituted by R^ 
Y° is fomiula (IV): 




5 ^^^^ 
wherein D . D , J . and J are independendy selected from the group 

consisting of C. N, O, S and a covalent bond with the provisos that no more 
than one is a covalent bond. is C. no more than one of D^, J^, and 
is O. no more than one of D^. D^. J^. and is S, one of D^. D^. J^. and 
15 must be a covalent bond when two of D^. D^. J^. and are O and S, and no 
more than four of D^, D^. J^. and are N; 

pl6 17 18 19 

. K , R . and R are independendy selected from the group 

consisting of bydrido. amidino, guanidino, carboxy. haloalkylthio. alkoxy 
hydroxy, amino, lower alkylamino. alkylthio, alkylsulfinyl. alkylsulfonyl. 
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aJkanoyl. haJoaJkanoyl. aJkyl, haJo. haJoaJkyJ. haJoalkoxy. hydroxvalkvl. 
aminoalkyl. and cyano: 

„16 19 K 

R andR are optionally Q wuh the proviso that no more than one 
of R and R is at the same time and that is Q**'; 

q'' is selected from the group consisung of NR^°R^\ wherein Q**^ is 

hydrido, and QNR-^NR^R^-^. ^i^, the provisos that no more than one of R^^ 

and R is hydroxy at the same time and that no more than one of R^ and R^*^ is 
hydroxy at the same time; 

20 21 23 24 25 
K .R ,R .R .andR are independenUy selected from the group 



1 0 consisting of hydrido, alkyl. and hydroxy 

Q' is selected from the group consisting of a single covalent bond, 
CHj, andCH2CH2. 

26. The compound as recued in Claim 25 or a phamiaceutically acceptable salt 
15 thereof, wherein; 

B is selected from the group consisting of cyclopropyl, cyclobutyl 
oxeian-3-yl, azetidin-l-yl, a2etidin-2-yl, azetidin-3-yl. thiaetan-3-yl 
cyclopentyl. cyclohexyl, norbomyl, 7-oxabicyclo[2.2.1]heptan-2-yl 
bicyclo[3.1.0]hexan-^yl. cycloheptyi, 2-morphol.nyl, 3-morpholinyl 4- 

10 morphohnyl. 1-piperazinyl, 2-piperazinyl, 1-piperidinyl. 2-piperidinyl 3- 
p.pend,nyl,4-piperidinyl. 1-pyrrolid.nyl, 2-pyrrolidinyl. 3-pyrrolidinyl 2- 
dioxanyl. 4H-2-pyranyl. 4H-3-pyranyl, 4H^pyranyl. 4H-pyran-^one-2-yl 
4H-pyran^one-3-yl. 2-tetrahydrofuranyl. 3-tetrahvdrofuraj,yl 2- 
tetrahydropyranyl, 3-tetrahydropyranyl. 4-tetrahydropyranyl 2- 

5 tetrahydrothienyl. and 3-tetrahydrothienyl, wherein each ring carbon is 

optionally substituted with R^^, ring carbons and a nitrogen adjacent to the 

carbon atom at the point of attachment are optionally substituted with R^ or 
13 

, a nng carbon or nitrogen adjacent to the R^ position and two atoms from 
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the point of attachment is optionaJly substituted with R^^. and a ring carbon or 

nitrogen adjacent to the R^"^ position and two atoms from the point of 

attachment is optionaJly substituted with R^*^; 
„9 11 13 

K , K . and R are independently selected from the group consistina 
5 of hydrido, amidioo, guanidino. carboxy. methyl, ethyl, propyl, isopropyl. 
methoxy, ethoxy, isopropoxy. propoxy. hydroxy, amino. N-methylamino. 
N.N-dimethylamino, N-ethylamino. methylthio. ethylthio. isopropylthio. 
trifluoromethyl. pentafluoroethyl. 2.2.2-trifluoroethyl. 2.2.3 J 
pentafluoropropyl. trifluoromethoxy. 1.1.2.2-tetrafluoroethoxy. fluoro, 
10 chloro, bromo. methanesulfonamido, amidosulfonyl. N-methylamidosulfonyl, 
N.N-dimethylamidosulfonyl. hydroxymethyl, 1-hydroxyethyl. 2- 
hydroxyethyl. 2^.2-trifluoro- 1-hydroxyethyl, amidocarbonyl, N- 
methylamidocarbonyl, N,N-dimethylamidocarbonyl, and cyano; 
_10 12 

R and R are independently selected from the group consisting of 
15 hydrido, amidino. guanidino. carboxy. carboxy methyl, methyl, ethyl, propyl, 
isopropyl. methoxy. ethoxy. isopropoxy. propoxy. hydroxy, amino, 
methoxyamino. ethoxyamino. acetamido. trifluoroacetamido. aminomcthyl, 1- 
aminoethyl, 2-aminoethyl, N-methylamino. dimethylamino. N-ethylamino. 
methanesulfonamido. amidosulfonyl. N-methylamidosulfonyl, NJ^- 
dimethylamidosulfonyl. hydroxymethyl. 1-hydroxyethyl. 2-hydroxyethyl, 
2.2,2-trinuoro- 1-hydroxyethyl, methoxycarbonyl, ethoxycarbonyl, 
amidocarbonyl, N-methylamidocarbonyl. N.N-dimethylamidocarbonyl, 
fluoro, chloro, bromo, and cvano: 
33 . 

R IS selected from the group consisting of hydrido, amidino, 
guanidino, carboxy, methoxy. ethoxy. isopropoxy. propoxy, hydroxy, amino, 
methoxyamino. ethoxyamino. acetamido, trifluoroacetamido. N-methylamino. 
dimethylamino. N-ethylamino. methylthio. ethylthio, isopropylthio, 
trifluoromethyl, pentafluoroethyl. 2,2,2-trinuoroethyl. 2,2,3 J3- 
pentafluoropropyl, trinuoromethoxy. 1.1.2.2-tetrafluoroethoxy, fluoro. 
30 chloro. bromo, amidosulfonyl. N-methylamidosulfonyl, N.N- 
dimethylamidosulfonyl. hydroxymethyl, 1-hydroxyethyl. 2-hydroxyethyl. 



20 



25 
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2.2^-irinuoro-I-hydroxyethyl, methoxycarbonyl. ethoxycarbonyl. 
amidocarbonyl. N-meihylamidocarbonyi. N.N-dimeihylamidocarbonyl. cyano. 
andQ*'; 

A IS selected from the group consisting of single covalent bond. NH. 
N(CH3), N(OH), CH2. CH3CH. CF3CH. NHC(O). NiCH^KiO). 

C(0)NH. C(0)N(CH3). CHsCH,, CH2CH2CH2, CH3CHCH2. and 
CF3CHCH2: 

is selected from the group consisting of hydrido. methyl, ethyl, 
propyl, trifluoromethyl, pentafluoroethyl. 2.2.2-trifIuoroethyl. 2.2J.3.3- 
peniafluoropropyl. fluoro, chJoro, and bromo: 

r2 is Z°-Q: 



Z° is selected from the group consisting of covalent single bond and 



CH- 



Q is selected from the group consisting of phenyl, 2-thienyl. 3-thienyl, 

2- furyl. 3-furyl. 2-pyrroiyl. 3-pyrTolyl. 2-imidazolyl. 4-imidazolyl. 3- 
pyrazolyl, ^pyrazolyl. 2-thia2olyl. 3-isoxazolyl. 5-isoxazolyl. 2-pyridyl. 3- 
pyndyl. 4-pyndyl. 2-pyrazinyI. 2-pynmidinyl, 4-pyrimidinyl. 5-pyrimidinyl, 

3- pyndazinyl, 4-pyridazinyI, and 13.5-triazin-2-yl, wherein a carbon adjacent 
to the carbon at the point of attachment is optionally subsututed by R^, the 
other carbon adjacent to the carbon at the point of attachment ,s optionally 
substituted by R^^ a carbon adjacent to R^ and two atoms from the carbon at 

the point of attachment is optionally substituted by r'°. a carbon adjacent to 

13 

K and t^o atoms from the carbon at the point of attachment is optionally 
substituted by R^^ ^^^^ ^^.^^^^^ ^^^^ R^^nd R^^ is opuonally 

substituted by ^; 



Y IS selected from the group consisting of: 
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2- Q^5-q'-6-R ^ "-^R ' ^-2-R ^ Vvridine. 

3- QW-2-R^^-SR^«^R'Vdine.2-QW-3-R^'6-R^W.ne.3- 
QVQ^2-R^«..R^S^R^Vvridazine. 

> 2-Q^5-Q^^r' Vr^ VvrimicUne. ^Q^2-Q^3-R^ Vr^ Vvrimidine. 

3-QW^R^^-2-R^^tluopheoe.2-Q^-5-Q^3-R'VR^^tluophe^e. 
3-Q^5-qUr ^^-2-R ^^furao. 2-Q W-3-R ^ Vr ^^furan. 

3- Q^SqUr ' ^-2-R ^ pyrrole. 2-qW-3-R ^ Vr ^ Vole. 

4- Q^-2-Q^5-R ^ ^imidazole. 2-qVq'-5-R ^ "^imidazole, 
3-Q^5-q'^R ^ ^isoxazole, 5-Q^3-q'-4-R ^ ^isoxazole. 

2-Q W-^R^Wole. 4-Q^2-Q^5-R ^^thxazole. and 

2-Q''-5-Q^-4-R^^thiazoIe; 

pl6 17 18 19 

. K . R . and R are independently seiecied from the group 

consisting of hydrido, methyl, ethyl, isopropyl, propyl, carboxy. amidino, 
guamdino. methoxy. ethoxy. .sopropoxy. propoxy, hydroxy, amino, 
ammomethyl. 1-aminoethyl, 2-am,noethyl. N-methylamino. dimethylamino 
N-eihylamino, methylthio. ethylthio. isopropyl thio. trifluoromethylthio 
methylsalf.nyl. ethylsulfinyl. methylsulfonyl. ethylsulfonyl, irifluoromethyl 
pentafluoroethyl, 2.2.2-trinuoroethyl. 2.2333-pentafluoropropyI 
tnfluoromethoxy. l.I.2.2-tetrafluoroethoxy. fluoro. chloro. bromo 
amidosulfonyl, N-methyiamidosulfonyi. N.N-dimethylamidosulfonyl 
hydroxymethyl. l-hydroxyeihyl. 2-hydroxyethyl, 2,2,2-trifluoro-l- 
hydroxyethyl, and cyano: 

ol6 19 • b 

K andR are optionally Q with the proviso that no more than one of 
R and R is q'' at the same time and that q'' is q'"^; 
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Q is selected from the group consisting of wherein Q^^ ,s hydrido 

and C(NR^)NR^r2^, with the proviso that no more than one of and R^"^ is 
hydroxy at the same time: 
23 24 25 

R , R , and R are independently selected from the group consisting of 
5 hydrido, methyl, ethyl, and hydroxy; 
s . 

Q IS selected from the group consisting of a single covalent bond. CH. 
and CH^CH,. 

27. The compound as recited in Claim 26 or a pharmaceutically acceptable salt 
10 thereof, wherein; 

B is selected from the group consisimg of cyclopropyl. cyciobutyl, 
cyclopentyl. cyclobexyl, cydoheptyl. oxalan-2-yl. 2-(2R)-bicyclo[2.2. 1 J-' 
heptyl. I-pyrrolidinyi, 1-piperidinyl. l.l-dioxothiolan-3-yl, oxetan-3-yl. 
azetidin-l-yl. a2etidin-2-yl. a2etidin-3-yl. 7-oxabicyclo[2.2.1 Jheptan-2-yl 
bicyclo[3.1.0]hexan-6-yl. 2-morpholinyl. 3-morpholinyl, 4-morpholinvl,'l- 
piperazinyl, 2-pipera2inyl. I-piperidinyl. 2-piperidinyl. 3-piperidinyl, 4- 
piperidinyl. l-pyrroIidinyi. 2-pyrrolidinyl. 3-pyrrolidinyl, 2-dioxanvl 4H-2- 
pyranyl, 4H-3-pyranyl. 4H-^pyranyl, 4H-pyran-^one-2-yl. 4H-pyran-4-one- 
3-yl. 2-tetrahydrofuranyl, 3-tetrahydrofuranyl, 2-tetrahydropyranyl, 3- 
tetiahydropyranyl, 4-tetrahydropyranyl, 2-tetrahydrothienyl, and 3- 
tetrahydrothienyl; 

A is selected from the group consistmg of single covalent bond. CHj. 
NHC(O), CH2CH2. and CH2CH2CH2; 

is selected from the group consisting of hydrido, methyl, ethyl 
25 propyl, trifluoromethyl, pentafluoroethyl, 2a,2-trifluoroethyl, fluoro. chloro. 
and bromo; 

R2 is Z°-Q; 



15 



20 



0 . 

Z is selected from the group consisting of covalent single bond and 



CH,; 
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Q is selected from the group consisting of 5-amino-3- 
amidocarbonylphenyl, 5-aniino-2-fIuorophenyl. 3-aminc>-5- 
hydroxy methylphenyl, 5-aniino-3-methoxycarbonylphenyl, 3-amidinophenyl, 
3-annino-2-methylphenyL 5-amino-2-methylthiophenyl, 3-aminophenyl, 
5 benzyl, 3-carboxyphenyL 3-carboxy-5-aminophenyl. 3-carboxy-5- 

hydroxyphenyl. 3-carboxymethyl-5-aniinophenyl, 3-carboxymethyl-5- 
hydroxyphenyl, 3-carboxymethylphenyL 3-chlorophenyl, 2-chlorophenyL 
2.6-djchlorophenyI, 3-cyanophenyl. 3-dimethylaniinophenyK 2-fluorophenyl. 
3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyl, 3-hydroxyphenyL 3- 
1 0 meihanesulfonylaminophenyl, 2-methoxyphenyl, 3 -methoxy phenyl, 3- 

methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl, 3- 
methylaminophenyl, 2-methylphenyK 3-methylphenyl, 4-methylphenyK 
phenyl, 3-trifluoroacetamidophenyl, 3-trifIuoromethylphenyl. 2- 
irifluoromethylphenyl, 5-amincK2-thienyL 5-anuno-3-thienyl, 3-bromo-2- 
15 thienyl. 3-pyridyl, 4-pyridyL 2-thienyU and 3-thienyl; 

Y is selected from the group consisting of: 

2- Q^5-Q'-6-R^^^R^^-2-R^Vridine. 

W-2-R ^^-^R ^^-4-R 'Vndine, 

3- Q^-5-Q^^R^^-2-R'^thiophene. and 2-Q^-5-Q^3-R^^-4-R^^thiophene; 

^16 19 

K and R are independently selected from the group consisting of 

hydride, amidino, amino, aminomethyl, methoxy. methylamino. hydroxy, 
hydroxymethyl, fluoro, chloro, and cyano: 

R and R are optionally with the proviso that no more than one 

25 of R^^ and R^^ is at the same time and that is Q*'*^; 
_17 18 

K and R are mdependently selected from the group consisting of 
hydride, nuoro, chloro, hydroxy, hydroxymethyl, amino, carboxy. and cyano; 

Q is selected from the group consisung of Q*^ wherein Q*'^ is hydrido 
and C(NR^)NR^R^'*; 



20 
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p24 25 
K , K . and R are independentJy selected from the 



group consisting of 



hydrido and methyl: 
is CH-,. 



28. The compound as recited in Claim 25 having the Formula: 




O 



or a pharmaceutically acceptable salt thereof, wherein: 

B is selected from the group consisting of C3-C7 cvcloalkyl and C4-C6 
saturated heterocyclyl. wherem each ring carbon is optionally substituted with 



33 

R . a nng carbon other than the ring carbon at the point of attachment of B 



to 



A is optionally substituted with oxo provided that no more than one ring carbon 
.s substituted by oxo at the same Umc. r,ng carbons and a nitrogen adjacent to 

the carbon atom at the point of attachment are optionally substituted with or 

13 

R . a nng carbon or nitrogen adjacent to the R^ position and two atoms from 
15 the point of attachment is optionally substituted with r'° a ring carbon or 
nitrogen adjacent to the R position and two atoms from the point of 
attachment is optionally substituted with R ' ^ a ring carbon or nitrogen three 
atoms from the point of attachment and adjacent to the R^° position is 
optionally substituted with R ^ \ a ring carbon or nitrogen three atoms from 
20 the point of attachment and adjacent to the R^^ ^^iUon is optionally 

substituted with R^^, and a ring carbon or nitrogen four atoms from the point 
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10 



Of attachment and adjacent to the R ^ ^ and R^^ positions is optionally 
34 

substituted with R 

R . R ^ \ and R^^ are independently selected from the group 
consisting of hydrido. hydroxy, amino, amidino. guaiudino. lower 
alioiamino. alkylthio. alkoxy, aJkylsulfinyl, alkylsulfonvl, amidosulfonvl 
monoalkyl amidosulfonyl. alkyl. halo, haloalkyl, haloalkoxy. hydroxvalkvl 
carboxy, carboxamido. and cvano; 
plO 12 

R and R are mdependently selected from the group consisting of 
hydrido. acetamido. haloacetamido. amidino. guanidino, aJkyl, alkoxy. 
alkoxyamino, aminoalkyl. hydroxy, amino, lower aJkylamino. 
alkylsulfonamido, amidosulfonyl. monoalkyl amidosulfonyl. dialkyl 
amidosulfonyl, hydroxyalkyl. aminoalkyl. halo, haloalkyl, carboalkoxy. 
carboxy, carboxyalkyl. carboxvamido. and cvano 

K and R are independently selected from the group consisting of 
hydrido. amid.no, guan.dino. alkoxy. hydroxy, amino, alkoxvamino lower 
alkylammo, alkylthio, amidosulfonyl. monoalk-yl amidosulfonyl, diaikvl 
amidosulfonyl. alkyl. halo, haloalkyl. haloalkoxy. hydroxyalkyl. carboalkoxy 
carboxy, carboxamido, and cyano: ' 

R IS optionally Q ; 

A is selected from the group cons.sung of single covalent bond and 
(CH(R ))p3-( W )^ wherein rr is an integer selected from 0 through 1 . pa is 
an integer selected from 0 through 3. and w"^ is Nf r"^); 

is selected from the group consisting of hydrido and alkyl; 

R ^ is selected from the group consisting of hydrido, halo, alkyl, and 
25 haloalk-yl; 



15 



20 



and halo; 



R^ is selected from the group consisting of hydrido, cyano. haloalkyl. 



R^ is Z°-Q; 
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Z° is a covalent single bond: 



10 



15 



20 



Q is selected from the group consisting of ar^'l and heterDar>'! wherein a 
carbon adjacent to the carbon at the point of attachment is optionally substituted 
by R . the other carbon adjacent to the carbon at the point of attachment is 
optionally substituted by R^^ a carbon adjacent to R^ and two atoms from the 
carbon at the point of attachment is optionally subsututed by R '° a carbon 
adjacent to R^^ and two atoms from the carbon at the point of attachment is 
optionally substituted by r'^. and any carbon adjacent to both R^^and R^^ is 
optionally substituted by R^ ^ 
1,9 11 13 

K , K , ajid R are mdependentJy selected from the group 
consistmo of hydndo. hydroxy, amino, amidino. guanidino. lower 
alkTlammo. alkylthio. alkoxy. aikylsulf.nyl. alkylsulfonyl. amidosulfonyl 
monoalkylamidosulfonyl. alkyi. halo, haloalkyl. haloalkoxy, hydroxyalkyl. 
carboxy. carboxamido. and cvano; 

R and R are independently selected from the group consisting of 
hvdrido. acetamido, haloacetamido. amidino. guanidino. alkyl. alkoxy " 
alkoxyamino, aminoalkyl, hydroxy, amino, lower alkvlamino 
alkylsulfonamido. amidosulfonyl. monoalkyi amidosulfonyl dialkyi 
amidosulfonyl, hydroxyalkyl. aminoalkyl, halo, haloalkvl. carboalkoxy 
carboxy. carboxyamido. carboxyalkyl, and cyano: ■ 
Y is formula aV): 




(IV) 
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wherein D^. D^. J^. and J^are independendy selected from the group 
consisutig of C, N. O. S and a^covalent bond with the provisos that no more 
than one is a covalent bond. is C. no more than one of D^. D^. J^. and 
is O. no more than one of D^, D^. J^. and is S, one of D^. D^. J^. and 
5 must be a covaJent bond when two of D^. D^. J^, and are O and S. and no 
more than four of D^. D^. j"". and are N; 

^ . K . K . and R are mdependenUy selected from the group 
consisting of hydrido, amidino. guanidino. carboxy. baJoaJkylthio. alkoxy 
hydroxy, amino, lower aJkylamino. aJkylthio. alkylsulf.nyl. aJkylsuIfonyl 
10 alkanoyl. haloalkanoyl. alkyl. halo, haloaikyl. haloalkoxy. hydroxyalkyl. 

aminoaJkvK and cyano; 

R and R are optionally with the proviso that no more than one of 
16 19 b 

R andR ,s Q at the same time and that Q is 

is selected from the group consisting of NR^^R^^, g^e ^^^^^.^ ^be 
5 hydrido. and C(NR^^)NR^R'^'*; 

d20 21 23 24 25 

.R -R .andR are independently selected from the group 
consisting of hydrido and alkyl: 

Q' is CHj. 

) 29. The compound as redted m Claim 28 or a pharmaceuticallv acceptable salt 
thereof, wherein; 

Bis selec.«l fron, th. group consisung of cydopmpyl. cydobulyl. 
cyclope„,yl. cycloh„y,, cyclohcp,yl. «ala„.2-y|. 2-(2R)-bicyclol2.2.I J- 
heptyl. l.I.dioxolhiolan.3.yl. oxeuoj-yl, azetidi„-I-yl. az.tidi„-2-yl 
aze„d,„ 3-yi. bicycte|3. , Olhexan-^y,. 2-„.oTholioy.. 3-„,„rphoIi„yi. 4- 
n,OT,hol,„yl. l-p,p.^„,, 2.p|p,„,„„ , -pip.ridi„yl. 2-pip.ridinyl. 3- 
p,pend,,,y . ^pip.ndi„y,. , .py„o,id,„y,. 2-py,™,idi„y,. 3.py,„,idi.y,. 2- 
d.oxany,, 2-«ohyd,of.,^y,. 3-,e«3hydrofu,^yl. 2-.e».hydropy Jy|, 3- 
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10 



15 



20 



25 



teirahydropyranyl. 4-tetrahydropyranyl. 2-tetrahydrothieDyl, and 3- 
letrahydrothienyl, wherein each ring cart>on is optionally substituted with R''^. 
nng carbons and a nitrogen adjacent to the carbon atom at the point of 
attachment are optionally substituted with or R^^. a ring carbon or nitrogen 

9 

> adjacent to the R posiuon and two atoms from the point of attachment are 

optionally substituted with R^° and a ring carbon or nitrogen atom adjacent to 

13 

the R posiuon and two atoms from the point of attachment is optionally 
12 

substituted with R ; 

d9 11 13 

K ,K .andR are mdependently selected from the group consisting 
of hydrido, methyl, ethyl, methoxy. ethoxy. hydroxy, amino. N-methylamino, 
N.N-dimethylamino. methylthio. trifluoromethyl, pentafluoroethyl, 2.22- 
trifluoroethyl. fluoro. chloro. bromo. amidosulfonyl. N-methylamidosulfonyl. 
N.N-dimethylamidosulfonyl, hydroxy methyl. 1-hydroxyethyl. amidocarbonyl, 
N-methylamidocarbonyl, carboxy. and cvano; 
plO 12 

K and R are mdependently selected from the group consisting of 
hydrido. amidino, amidocarbonyl, N-methylamidocarbonyl, guanidino, 
methyl, ethyl, methoxy. ethoxy. hydroxy, hydroxymethyl. 1-hydroxyethyl. 2- 
hydroxyethyl, carboxy. carboxymethyl. amino, acetamido. trifluoromethyl 
pentafluoroethyl. 2,2.2-trifluoroethyl. trifluoroacetamido. aminomethyl, N- 
methylamino, dimethylamino. amidosulfonyl. N-methylamidosuIfonyl. N.N- 
dimethyl^dosulfonyl. methoxycarbonyl. fluoro, chloro, bromo. and cyano; 

R is selected from the group consisting of hydrido, amidino. 
guanidino, methyl, ethyl, methoxy. ethoxy. hydroxy, carboxy, amino, N- 
methylamino. dimethylamino. methylthio, ethylthio, trifluoromethyl 
pentafluoroethyl, 2,2.2-trifluoroethyl, fluoro, chloro, bromo, amidosulfonyl. 
N-methylamidosulfonyl. hydroxymethyl. aimdocarbonyl, cyano, and Q*'; 

A is selected from the group consisting of single covalent bond, NH, 
N(CH3), CH2, CH3CH, CH2CH2, and CH2CH2CH2; 
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is selected from the group consisung of hydride, trifluoromethyl. 
peniafluoroethyl. fluoro. and chJoro: 
2 

R is selected from the group consisting of phenyl. 2-thienyl. 2-fur> l. 
2-pyrTolyl. 2-imida2olyl. 2-thiazolyI. 3-isoxazoiyI, 2-pyridyl. and 3-p>iidyI. 
5 wherein a carbon adjacent to the carbon at the point of attachment is optionally 
substituted by R . the other carbon adjacent to the carbon at the point of 
attachment is optionally substituted by R a carbon adjacent to R^ and two 

atoms from the carbon at the point of attachment is optionally substituted bv 

10 13 
R , a carbon adjacent to R and two atoms from the carbon at the point of 

1 0 attachment is optionally substituted by R ^ ^. and any carbon adjacent to both 

K and R is optionally substituted by R ; 

r IS selected from the group consisting of: 

1- QW-2-R^^-3-R^VR^S^R'VnzenI 

2- QW-6-R^VR'«-2-R^Vridine.2-QW-3-R^VR^Wne, 
15 3-QVQ^2-R^^-^R^«^R^Vdme.3-QW-^R^'-2-R'Wne, 

3- QW-^R^'-2-R^^furan.2-Q^5.Q^3.R»VR^^furan, 

3- QW-^R''-2-R^Vole.2-QW-3-R^VR^Vole, 

4- Q^2-Q'-5-R^^thia2ole, and 2-Q*'-5-qVr '^thiazole; 

pl6 17 18 19 

. K , R . and R are independenUy selected from the group 

20 consisting of hydrido, methyl, ethyl, amidino, guanidino, methoxy, hydroxy, 
amino, ammomethyl. I-aminoethyl, 2-aminoethyl. N-methylamino. 
dimethylamJno. methylthio. ethylthio. Irifluoromethylthio, methylsulfmyl 
methylsulfonyl. trifluoromethyl. pentafluoroethyl. 2^,2-trifluoroethyl, 
trifluoromethoxy. nuoro. chloro. amidosulfonyl. N-methylamidosuifonyl. 

25 hydroxymethyl, carboxy. and cyano. 
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is selected from the group consisting of NfR^^R^^ and 



25 23 24 

C(NR )NR R , with the proviso that said q" group is bonded directiv 



b 

carbon atom; 



p20 21 23 24 25 

K . R . R . R . and R are independently selected from the group 
consisting of hydrido. methyl, and ethyl: 
is CH,. 



30. The compound as recited .n Clajm 29 or a pharmaceutically acceptable salt 
thereof, wherein: 



10 



B is selected from the group consisting of cyclopropyl, cyclobutyl, 
cyclopentyl, cyclohexyl, oxalan-2-yi. 2-(2R)-bicyclo[2.2. 1 ]-heptyl, 1,1- 
dioxothiolan-3-yI, oxetan-3-yl. azetidin-l-yl, azetidin-2-yl. a2etidin-3-yl. 1- 
pyrrolidinyl and 1-piperidinyl: 

A is selected from the group consisting of a single covalent bond. 
15 CHj. NHC(O). CH2CH2 and CH2CH2CH2: 

R^ is selected from the group consisting of hydrido. trifluoromethyl. 
fluoro, and chloro: 

R is selected from the group consisting of 3-aminophenyI, 2.6- 
dichlorophenyl. 2-hydroxyphenyl. 5-amino-2-thienyl. and 3-thienyl: 
Y is selected from the group consisting of: 

l-QW-2-R^^.3-R^^-^R^VR^\enzene. 

3-Q^^QUR^^-2-R^^thiophene. and 2-Q^^Q^3-r' ^R^^thiophene; 
pl6 19 

K and R are mdependently selected from the group consisting of 
hydrido, amidino, amino, aminomelhyl, methoxy, methylamino, hydroxy 
25 hydroxymethyl, fluoro, chloro. and cyano: 
pie 19 h 

R andR are optionally Q with the proviso that no more than one 
of R and R is at the same time and that is Q^; 



20 
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_17 18 

R and R are independently selected from the group consisting of 
hydrido. fluoro. chJoro. hydroxy, hydroxy methyl, amino, carboxy. and cyano: 

Q is selected from the group consisting of Q**^ -wherein is hydrido 

25 23 24 
and C(NR )NR R ; 

„23 24 25 

R . R , and R are independenUy selected from the group consisting 
hydrido and methyl; 

is CH,. 



3 1. The compound as recited in Qaim 30 or a pharmaceutically acceptable salt 
thereof, wherein; 

B IS selected from the group consisting of cydopropyl, cyclobutyl. 
cyclopentyl, cyclohexyl. oxalan-2-yl. 2-(2R)-bicyclo[2.2.1]-hepiyl, I.l- 
dioxothiolan-3-yl, oxetan-3-yl. azetidin-l-yl, a2etidin-2-yl. a2etidin-3-yl, andl- 
piperidinyl; 

A is selected from the group consisting of a single covalent bond. 
CH2, CH2CH2 and CH2CH2CH2; 

R^ is selected from the group consisung of hydrido and chloro: 
R is selected from the group consisting of 3-aminophenyl, 2,6- 

dichlorophenyl. 2-hydroxyhenyl. phenyl, 5-amino-2-thienyl. and 3-thienyl; 

Y is selected from the group consisting of 5-amidino-2-thienylmethyl. 

4-amidinoben2yl, 2-nuoro^amidinobenzyl, and 3-fluoro-4-amdinobenzyl. 
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32. A compound as recited in Claim 25 inhere said compound is selected from 
the group having the Formula: 




O 

or a pharmaceuticaJly acceptable salt thereof, wherein: 
5 R is 3-aminophenyh B is cycylopropyK A is single bond, Y° is 4- 

amidinobenzyl, and is chJoro: 

R is 3-aminophenyl. B is cyclobutyl. A is single t)ond, Y° is 4-amidino-2- 

fluorobcnzyl, and is chJoro: 
2 

R is 3-aminophenyl. B is cyclobut>'I. A is single bond. Y° is 4- 

10 amidinobenzyl. and R^ is chJoro; 
2 

R is 3-aminophenyl. B is cyclopropyl. A is single bond. Y° is 4-amidino- 

2-nuoroben2yl. and R^ is chioro; 
2 

-R is 3-aminophenyl. B is cyclobut>'l. A is single bond. Y° is 4- 
amidinobenzyl. and R^ is hydrido; 
15 R is 3-aminophenyl. B is cyclobutyl. A is single bond. Y° is 4-amidino-3- 

fluorobenzyl, and R^ is chioro: 
2 

R is 3-aminophenyl. B is cyclopentyl, A is single bond, Y*^ is 4- 

amidinobenzyl, and R^ is chJoro; 
2 

R is 5-amino-2-thienyl, B is cyclobutyl. A is single bond, Y° is 4- 
20 amidinobenzyl. and r1 is chJoro; 
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r2 is 3-aminophenyl. B is cydopropyl. A is CH,. Y° is 4-amidinobenzyl. 
and is chloro; 

R2 is 3-aininophenyl. B is 2-(2R)-bicyclo(2.2.1]-heptyl. A is single bond. 
Y is 4-aniidinobenzyl, and R^ is chJoro: 

5 r2 is 3-aniinophenyl. B is cydopentyl. A is single bond. Y° is 4-amidino- 

2-nuorobeii2yl, and R^ is chJoro; 

R is 3-aminophenyI, B is cyclobexyl. A is CH^CHj. Y° is 4- 
amidinobenzyl. and R^ is hydride; 

r2 ,s 3-aminophenyl, B is oxalan-2-yl. A is CH2, Y° is 4-amidinoben2yl. 
10 and R^ is chloro; 

R2 is phenyl, B is 1 -pyrrolidinyl. A .s CH2CH2. Y° is 4-amidinobenzyl. 
and R^ is chloro; 

R is 3-aminophenyI. B is 1-piperidinyl. A is CH2CH2. Y° is 4- 
amidinobenzyl. and R^ is chloro: 
15 R is 3-aminophenyl. B is l.l-dioxothiolan-3-yl. A is single bond, Y° is 

4-amidinobenzyl. and is chloro; 
2 

R is 2-hydroxyphenyl. B is cyclobutyl. A is single bond, Y° is 4- 



amidinobenzyl. and R^ is chloro; 

1 — — ,2(-H2CH2.Y^is4- 



2 

R is 3-aminophenyl. B is l -pyrrolidinyl, A is CH2CH2CH7. Y° ; 



2 0 amidinobenzyl, and R ^ is chloro; 

R2 is phenyl. B is cyclobutyl, A is single bond, Y° is 4-amidinoben2yl, 



and r1 is chloro; 



2 

R is 3-lhienyl. B is cyclobutyl, A is single bond, Y° is 4- 



amidinobcnzyl. and R^ is hvdrido 
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2 

R IS 2,6-dichJorophenyl. B is cyclobutyl. A is single bond. Y° is 4- 
amidinobenzyl, and is chloro. 



33. The compound having the Formula: 

,1 




O 



or a pharmaceuticaJiy acceptable salt thereof, wherein; 

B is selected from the group consisting of aryl and heteroaryl wherein a 
carbon adjacent to the carbon at the point of attachment is optionally substituted 
by R ~. the other carbon adjacent to the carbon at the point of attachment is 
1 0 optionally substituted by R^^. a carbon adjacent to R^^ and two atoms from 

the carbon at the point of attachment is opuonally substituted by R^"^, a carbon 

„36 

adjacent to R and two atoms f rom the carbon at the point of attachment is 

optionally substituted by R^^, and any carbon adjacent to both R^^ and R^^ is 
34 

substituted by R ; 

15 R^-^ P^^ 36 

. K . K . R , and R are independently selected from the 

group consisting of hydrido. acetamido. haloacetamido. amidino, guanidino 
alkylenedioxy. haloalkylthio. alkanoyloxy. alkoxy, hydroxy, amino, 
alkoxyamino, haloalkanoyl, nitro. lower alkylamino, aJkylthio. aryl. aralkyl 
cydoaJkyl, cycloalkylalkyi, heteroaryl, heterocyclyl, alkylsulfonamido, 
20 amidosulfonyl, monoalkyl amidosulfonyl. dialkyl amidosulfonyl, alkyl, 

alkenyl, haJo, haloalkyl. haloalkenyl. haloalkoxy. hydroxyalkyl, alkylamino, 
carboalkoxy, carboxy, carboxamido, cyano, and Q*"; 
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B is optionally selected from the group consisting of hvdrido 
trialkylsilyl. C2-C8 alkyl. C3-C8 alkylenyl. C3-C8 alkenyl. C3-C8 alkvnvl 

and C2-C8 haloaJkyl, wherein each member of group B is optionally 
substituted at any carbon up to and including 6 atoms from the point of 

attachment of B to A with one or more of the group consisting of R^^. R^^. 



R . R . and R ; 



10 



15 



20 



25 



B is optionally selected from the group consisting of C3-C12 
cycloalky] and C4-C9 saturated heierocyclyl, wherein each ring carbon is 
optionally substituted with R^^. a ring carbon other than the ring carbon at the 
point of attachment of B to A is optionally substituted with oxo provided that 
no more than one ring carbon is substituted by oxo at the same time, ring 
carbons and a nitrogen adjacent to the carbon atom at the point of attachi^ent 
are optionally substituted with R^ or R ^\ a ring carbon or nitrogen adjacent to 
the R position and two atoms from the pomt of attachment is opuonally 
substituted with R^° a ring carbon or nitrogen adjacent to the R^^ position 
and r^v o atoms from the point of attachment is optionally substituted with R^^. 
a nno cai^n or nitrogen three atoms from the point of attachment and adjacent 
to the R position is optionally substituted with r\\ a ring carbon or 
nitrogen three atoms from the point of attachment and adjacent to the R^^ 
position is optionally substituted with R^^ and a ring carbon or nitrogen four 
atoms from the point of attachment and adjacent to the R^ ^ and R^^ positions 
is optionally substituted with R"^"*; 

R , R , R , R and R are independently selected from the 
group consisung of hydrido. acetamido. haJoacetamido, alkoxyamino 
alkanoyl. haloalkanoyl, amidino. guanid.no, alkylenedioxy. haloalkylthio 
alkoxy. hydroxy, amino, lower alkylamino, alkylthio. alkylsulfinyl 
alkylsulfamido. alkylsulfonyl. amidosulfonyl. monoalkyl amidosulfonyl. 
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diaJkyl amidosulfonyl. alkyl. halo, haloalkyl. haJoalkoxy, hvdroxvaJkyl. 
aminoalkyl. carboaJkoxy. carboxy. carboxyalkyl. carboxamido. and cyano: 
A is seJected from the group consisting of single covalent bond and 
(CHf R ))p3-(W )^ wherein rr is an integer selected from 0 through 1 . pa is 
5 an integer selected from 0 through 3. and w"^ is selected from the group 
consisting of O, S. C(0). f R^)NC(O). (R^)NC(S), and N(R^); 

R is selected from the group consisting of hydrido. hydroxy and alk-yl; 
_15. 

R IS selected from the group consisting of hydrido. hydroxy, halo, 
alkyl. and haloalkyl; 

10 r1 is selected from the group consisting of hydrido. alkyl. cyano, 

halo, haloalkyl, haloalkoxy. amino, aminoalkyl. alkylamino. amidino, 
hydroxy, hydroxyamino, alkoxy. hydroxyalkyl. alkoxyamino. thiol, and 
alkylthio; 

R2isZ°-Q: 

2° is selected from the group consisting of covalent single bond and 

(<-K R )q wherem q is an integer selected from 1 through 2, (CH(r'*^)„- 
n 42 " 

-(CH(R ))p wherein g and p are integer independently selected from 0 

through 3 and W° is selected from the group consisting of O, S. and N(R*^), 
and (CH(R^S),V2-(CHfR^^)), wherein e and h are integers independently 

20 selected from 0 through 1 and W^' .s selected from the group consisting of 
^41 42 

-<-R . 1,2-cyclopropyl. 1.2-cyclobutyl. I.2-cyclohexyl, 13- 
cyclohexyl, 1.2-cyclopentyl. U-cycIopentyl. 23-morpholinyI 2 4- 
morpholinyl, 2,6-morpholinyl, 3.4-morpholinyl, 3.5-morpholinyl 1 2- 
Piperazanyl. 13-piperazinyl. 23-piperazinyl. 2.6-p.perazinyl. 1.2-piperidinyl, 
25 13-p.pendinyl, 23-piperidinyl. 2,4-piperidiDyl. 2,6-piperidinyl 3 4- 
pipendinyl, 1.2-pyrrolidinyl. U-pyrrolidinyl, 23-pyrTOlidinyl 2 4- 
pyrrolidinyl. 2^pyrrolidinyl, 3,4-pyrrolidinyl. 23-tetrahydrofuranyI, 2,4- 
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10 



tetrahydrofurMyl. 2^tetrahydrofuraiiyl. and S.^tetrahydrofumnyl. w.th the 
proviso that 2 is direcUy bonded to the pyrazinone ring; 

K and R are independently selected from the group consisting of 
hydrido, hydroxy, and amino; 
^ Q is selected from the group consisting of hydrido with the proviso that 
Z° is other than a covalent single bond, aiyl and heteroaryl. wherein a carbon 
adjacent to the carbon at the point of atuchment is optionally substituted by R^. 
the other carbon adjacent to the carbon at the point of attachment is optionally 
substituted by R^^ a carbon adjacent to R^and two atoms from the carbon at 

the point of attachment is optionally substituted by R^° a carbon adjacent to 

13 

R and two atoms from the carbon at the pomt of attachment is optionally 
substituted by r'2. and any carbon adjacent to both r'° and R^^ is optionally 



substituted by ^ 



15 



K is CHR^ wherein r"*^ is selected from the group consisting of 
hydrido, hydroxyalkyl. alkyi, alkoxyalkyl. alkylthioalkyl. and haloalkyl; 

E is selected from the group consisting of a covalent single bond. 
C(0)N(H). fH)NC(O), (R^)NS(0)2, and S(0)2N(R^): 



I is Q -Q ; 



<^ IS (LK R wherein b is an integer selected from 1 through 4, 

20 R .s selected from the group consisting of hydrido, alkyl, and haloalkyl, and 
38. 

IS selected from the group consisung of hydrido, alkyl, haloalkyl. aroyl. 
and heteroaroyl with the provisos that there is at least one aroyl or heteroaroyi 
substiniem. that no more than one aroyl or heteroaroyl is bonded to 
(CR R )b at the same time, that said aroyl and said heteroaroyl are 
25 optionally substituted at from one through three of the ring carbons with a 
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substituent selected from the group consisting of R^^. R^^. R^^, and R^^ 
that said aroyl and said beieroaroyl are bonded to the CR^\^^ that is direcdy 

bonded to E°. that is no more than one aJkyl or one haJoalkvI is bonded to a 
^„37 38 

CR R at the same time, and that said aJk>'J and haloalkyi are bonded to a 
5 carbon other than the one bonding the arovl or heteroaroyl • 
r'^ R^"^ ^dJ9 

K . K . K . and R are mdependenUy selected from the group 
consisting of hydride, amidino. guanidino. carboxy. haJoalkylihio, alkoxy. 
hydroxy, amino, aJkoxyammo. lower alky lami no. aJkyJthio. alkylsulfmyl. 
aikylsulfonyl. aJkanoyl. haJoaJkanoyl. aJkyl. halo, haJoaJkyl. haloaJkoxy. 
1 0 hydroxyaJkyl. aminoaJkyl. and cyano; 

pl6 19 ' b 

K andR are opuonally Q with the proviso that no more than one 

^d'^ 19 b 

ol R and R is Q at the same dme and that Q is Q ; 

is selected from the group consisting of NR^°R^' , Q^*^ wherein Q^*" is 
hydndo. N(r2V(NR^)N(R^)(r2^), and C(NR-^)Nr23^24 ^.^ 
15 provisos that no more than one of R^^ and R^ ' .s hydroxy, am.no, aJkylamioo, or 
dialkylamino at the same time and that no more thai, one of R^ and R^"^ is 
hydroxy, amino, alkylamino. or dialkylamino at the same Ume- 

R^° R^^ 24 25 26 

. K • R . R . R , and R are independently selected from 

the group consistmg of hydrido. alkyl. hydroxy, amino, alkylamino and 
20 dialkylamino. 



25 
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34. The compound as recited in Claim 33 having the Formula: 

,1 




O 



ora phannaceutically acceptable salt thereof, wherein; 

B is selected from the group consisting of phenyl, 2-thienyl. 3-thienyl 
5 2-fur>'l. 3-furyI, 2-pyrrolyl. 3-pyrTolyl, 2-imidazolyl, 4-imida2olyl. 3- 

pyrazolyl. 4-pyra2olyl. 2-ihia2olyl. 3-isoxa2olyl, and 5-isoxazolyl, wherein a 
carbon adjacent to the carbon at the point of attachment is opuonally substituted 
by R . the other carbon adjacent to the carbon at the point of attachment is 
optionally substituted by R^^. a carbon adjacent to R^^ and two atoms from 
1 0 the carbon at the point of attachment is opuonally substituted by a carbon 
adjacent to R^^ and two atoms from the carbon at the point of attachment is 
optionally substituted by R^^. and any carbon adjacent to both R^^ and R^^ is 
optionally substituted by R^"*; 



R^2 p33 ^34 ^35 . ^36 



20 



.K .K .andR are independenUy selected from the 
group consisting of hydndo. amidino. guanidino, methyl, ethyl, methoxy 
ethoxy. hydroxy, amino, N-methylamino. dimethylamino. methylthio 
ethylthio. tnfluorometbyl. pentafluoroethyl, 2,2.2-trinuoroethyl, fluoro 
cbloro. bromo, amidosuifonyl, N-methylamidosulfonyl, hydroxymethyi. 
amidocarbonyl. carboxy. cyano. and Q^; 

B is optionally selected from the group consisting of hydndo. ethyl 2- 
propenyl, 2-propv'nyI. propyl, isopropyl, butyl, 2-butenyl. 2-butynyl sec-' 
butyl, r^ butyl, isobutyl, 2-methylpropenyl, 1 -pentyl. 2-pentenyl, 3-'pentenyI 
2-pentynyl, 3-pentynyl, 2-pentyl. 3-pentyl, 2-methyl butyl. 2-methyl-2- 
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15 



butenyl. 3-meihyIbutyl. 3-metiiyl-2-buteDyl, 1-hexyl. 2-hexenvl. 3-hexenvl - 
hexenyl. 2-hexynyI, 3-hexynyl. 4-hexynyl, 2-hexyl. I-niethyl-2-pentenvl' 1- 
niethyl-3-pentenyI. l-methyl-2-pemyi,yK l-methyl-3-pentvnvl. 3-hexvl 'l- 
ethyl-2-buteny^ l-heptyl. 2-heptenyI. 3-heptenyl. 4-heptenvl'. ^hepienvl 2- 
heptynyl, 3-heptynyl. 4-hepryDyI, >hepiyDyl. 2-heptyI, l-methvI-2-hexenvl 
l-methyl-3-hexenyK 1 -methyl ^hexenyl, 1 -methyl -2-hexynyl. l-methvl-3- 
hexynyl, I-methyl^hexynyl. 3-heptyl. l-ethyl-2-pentenyl. l-ethvl-3-' 
pentenyl. 1 -ethyl -2-pentynyl. l-ethyl-3-pentynyl. 2,2.2-trifluoroethvl 2 2- 
difluoropropyl. 4-trinuoromethyl-5^^trifluoropentyl. 4- 
trifluoromethylpentyl, 5.5.6,6,6^pentafluorohexyl. and 333-trinuoropropyl. 
wherein each member of group B is optionally substituted at anv carbon up to 
and including 5 atoms from the point of attachment of B to A with one or more 
of the group consisting of R^^ R^^, R"^^. r^^ gnd R"^^; 

B is optionally selected from the group consisting of cvclopropyl 
cyclobutyl. cyclopentyl. cyclohexyl. cycloheptyl, oxalan-2-yl 2-(2R)- 
bicycIo{2.2.IJ-heptyl. l.l-dioxothiolan-3-yl. oxetan-3-vI. azetidin-]-y| 
azet,d.n-2-yl, a2etidin-3-yK bicydo[3.1.0Jhexan-6^yl. 2-morpholinvl 3- 
morpholinyl, 4-morpholinyl. 1-piperazinyl. 2-p.pera2inyl, l-p,peridinyl 2- 
pipendinyl. 3-piperidinyl, 4-piperidinyl. 1 -pyrrolidinyl. 2-pyrTolidinyl 3- 
pyrrohdmyl. 2-dioxanyl. 2-leirahydrofuranyl. 3-tetrahydrofuranyl 2- 
tetrahydropyranyl, 3-tetrahydropyranyI, 4-tetiahydropyranyl 2- 
tetrahydrothienyl. and 3-tetrahydrothienyl, wherein each ring carbon is 
optionally substituted with R^^. ring carbons and a nitrogen adjacent to the 
carbon atom at the point of attachment are optionally subsututed with R^ or 
25 R , a ring carbon or nitrogen adjacent to the R^ position and two atoms from 
the point of attachment is optionally substituted with r'^, and a ring carbon or 
nitrogen adjacent to the R^^ posiuon and two atoms from the point of 
atuchment is optionally subsututed with R^^; 

K , K . and R are .ndependenUy selected from the group consisting 
30 of hydrido, methyl, ethyl, methoxy, ethoxy. hydroxy, amino, N-methylamino. 
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N.N-din,ethylamino, methyJthio. trifluoromethyl. pentafluon>ethyI - - ^ 
trifluoroethyl. fluoro. chJoro. bromo. amidosulfonyl, N-methvIamidosulfonvI 
N.N-d,methylamidosuIfonyl. hydroxymethyl. 1-hydroxyethyl. amidocarbonvl 
N-methylanudocarbonyl. carboxv, and cvano- 
plO 12 

K and R are independently selected from the group consisting of 
hydride, amidino. amidocarbonvl. N-methylamidocarbonyl. guanidino 
methyl, ethyl, methoxy. ethoxy. hydroxy, hydroxymethyl. 1 -hvdmxyelhvl 2- 
hydroxyethyl, carboxy. carboxymethyl. ammo, acetamido. trifluoromethyl " 
pentafluoroethyl. 2,2.2-trifluoroethyl. trifluoroacetamido. aminomethyl N- 
methylamiDO. dimethyiamino. anudosulfonyl. N-methylamidosulfonvl, N N- 
dimethylamidosulfonyj. methoxycarbonyl. fluoro. chloro. bromo. and cyano: 

A is selected from the group consisting of single covaJent bond. NH. 
N(CH3). CH2. CH3CH, CH2CH2. and CH2CH2CH2; 

r1 is selected from the group consisting of hydrido, trifluoromethyl 
15 pentafluoroethyl. fluoro. and chloro; 

R2 is selected from the group consisting of phenyl, 2-thienyl. 2-furyl 
2-pyrrolyl. 2-imidazolyl, 2-thiazoiyl, 3-isoxazolyl. 2-pyridyl, and 3-pyridyl ' 
wherein a carbon adjacent to the carbon at the point of attachment is optionally 
substituted by R , the other carbon adjacent to the carbon at the point of 
20 attachment is optionally substituted by R^^. a carbon adjacent to R^ and two 
atoms from the carbon at the point of attachment is optionally substituted by 
R . a carbon adjacent to R^^ and two atoms from the carbon at the point of 
attachment is optionally substituted by R^^. and any carbon adjacent to both 
K and R is optionally substituted by R ; 
25 Y-^^ is Q^Q^ 

is selected from the group consisting of: 

C[R^^(benzoyl)KCR^V^bJ. 
37 

CfR (2-pyridylcarbonyl])](CR^V\j. 
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20 



25 



Cf R^^(3-pyridylcarbonyI J)j(CR"^ 'r^^)^] , 

CrR"^^(4-pyridylcarboDyl])}(CR^\^^)jj], 

CfR^^(2-thienylcarbonyIJ)J(CR^V^)j,]. 
37 

CfR (3-thienylcarbonylJ)j(CR^ 'R^^)bJ- 
CfR^^(2-thiazolylcarbonylJ)](CR'^V^)j,]. 
C[R^Vthiazolylcarbonyl])J(CR^^R^^)jj].and 

CfR^ ^(>thiazolyIcarbonyl])I(CR^'R^«),]. wherein b .s an integer selected 
from 1 through 3, R^^ and R^^ are independently selected from the group 
consisting of hydrido, alkyl. and haJoalkyl, with the provisos that said aroyl 
and said heteroaroyl axe optionally substituted at from one through three of the 
ring carbons with a substituent selected from the group consisting of R^^, 

R ,R • ^ndR^^-iththeprovisothatR^^andR^^areoptionally 
substimted at a carbon selected from other than the meta and para carbons 
relaove to the carbonyl of the benzoyl substituent and the heteroaroyl 
subst,n.ent, that said benzoyl and said heteroaroyl are bonded to the carbon 

directly bonded to amide nitrogen of the l-(amidocarbonymethylene) group. 

and that is no more than one aJkyl or one haloaJkyl .s bonded to a CR^V^ at 

the same time; 

r'^ R^^ d^S ^^19 

. K . R . and R are independenUy selected from the group 

consisting of hydrido. methyl, ethyl, amidino. guanidino, methoxy. hydroxy 
amano. ammomethyl. 1 -aminoethyl. 2-aminoethyl, N-methylamino 
dimethylarnino. methylthio. ethylthio. trifluoromethylthio. methylsulfmyl 
methylsulfonyl, trifluoromethyl. pentafluoroethyl, 22.2-trifluoroethyl ' 
mnuoromethoxy. fluoro, chloro. amidosulfonyl, N-methylamidosuIfonyl 
hydroxymethyl. carboxy. and cyano: 
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is selected from the group consisting of NR^^R^^ and 

C(NR )NR R .with the proviso that said Q** group is bonded direcdy to a 
carbon atom; 

r20 21 23 24 25 . 

. K . K . K . and R are independently selected from the 

5 group consisUng of bydrido. methyl, and ethyl. 

35. The compound as recited in Claim 34 or a phaimaceutically acceptable salt 
thereof, wherein: 

B is selected from the group consisting of 2-aminophenyl. 3- 
aminophenyl, 3-amidinophenyl, 4-amidinophenyl. 3-carboxyphenyl. 3- 
carboxy-5-hydroxyphenyl. 3-chlorophenyl. 4-chlorophenyl, 3.4- 
dichlorophenyl, 2-fluorophenyl. 3-fluorophenyl, 3.4-difluorophenyl, 3- 
hydroxyphenyl. 4-hydroxyphenyl. 3-methoxyaminophenyK 3-methoxyphenyl, 
4-raethoxyphenyl, 3-methylphenyl, 4-methylphenyl. phenyl. 3- 
Irinuoromethylphenyl, 2-imidazoyl. 2-pyndyl. 3-pyridyl. 5-chloro-3- 
trifluoromethyI-2-pyridyl. 4-pyridyl. 2-thienyl. 3-thienyl, and 3- 
trifluoromethyl-2-pyridyl; 

B is optionally selected from the group consisting of hydrido,ethyI 2- 
propenyl, 2-propynyl. propyl, isopropyl, butyl. 2-butyl, (R)-2-butyl (S)-2- 
butyl, ;m-butyl. isobutyl, 1-peotyl. 3-pentyl. 2-methylbutyl. 2 2^- 
tnnuoroethyl, 6-amidocarbonylhexyl. 4-methyl-2-pentyl, 3-hydroxypropyl 3- 
methoxy-2-propyl, 2-methoxyethyl. 2-methyl-2-butyl, 3-methyl-2-butyl 2- ' 
dimethylaminopropyl. 2-cyanoethyl, 6-hydroxyhexyl. 2-hydroxyethyl 2- 
amidinoeihyl, 2-guanidinoethyl. 3-guanidinopropyl, 4-guanidinobutyl 3- 
hydroxypropyl, 4-hydroxybutyl. 6-cyanohexyI. 2-dimethylaminoethyl '3- 
methylbutyl. 2-methylbutyl. (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl. and 
4-ainiiiobufyl; 

B is optionally selected from the group consisting of cyclopropyl 
cyclobutyl. cyclopentyl, cyclohexyl, oxalan-2-yl, 2-(2R)-bicyclo[2 2 1]-' 
heptyl. I.l-dioxothiolan-3-yl. oxetan-3-yl. azetidin-l-yl. azetidin-2-yl 
azetidjn-3-yl, l-pyrrolidinyl and 1-piperidinyl; 



A is selected from the group consisting of single covalent bond. CH2. 
CH3CH, CH2CH2, and CH2CH2CH2; 

is selected from the group consisting of hydrido. methyl, ethyl, 
propyl, irifluoromethyl, pentafluoroethyl. 2^,2-trifluorocthyl. fluoro. chloro. 

and bromo; 

R is selected from the group consisting of 5-aniino-3- 
amidocarbonylphenyl, 5-ainino-2-fluorophenyl. 3-amino-5- 
hydroxymethylphenyl, 5-amino-3-methoxycarbonylphenyl, 3-amidinophenyI. 
3-amino-2-methylphenyl, 5-amino-2-methylthiophenyl, 3-aminophenyl, 
benzyl, 3-carboxyphenyl, 3-carboxy-5-aminophenyl, 3-carboxy-5- 
hydroxyphenyl, 3-carboxymethyl-5-aminophenyl, 3-carboxymethyl-5- 
hydroxyphenyl, 3-carboxymethylphenyl. 3-chlorophenyl, 2-chlorophenyl, 
2.6-dichJorophenyl, 3-cyanophenyl. 3-dimethylaminophenyl, 2-nuorophenyl, 
3-fluorophenyl, 2,5-difluorophenyl, 2-hydroxyphenyI. 3-hydroxyphenyl, 3- 
methanesulfonylaminophenyl. 2-meihoxyphenyl, 3-methoxyphenyl. 3-' 
methoxyaminophenyl, 3-methoxycarbonylphenyl, 2-methylaminophenyl. 3- 
methylaminophenyl. 2-methylphenyl, 3-methyIphenyl. ^methylphenyl, 
phenyl. 3-trinuoroacetamidophenyI, 3-trifluoromethylphenyl, 2- 
trifluoromethylphenyl, 5-aminc^2-thienyI, ^amino-3-thienyl! 3-bromo-2- 
thienyl. 3-pyridyl, 4-pyridyl, 2-thienyl. and 3-thienyl; 

Y is Q -Q ; 
s . 

Q is selected from the group consisting of: 
{CH(ben2oyl)l(CH2)b. lCH(2-pyridylcarbonyI)J(CH2)b. 
fCH(3-pyridylcarbonyl)J(CH2)b. fCH(4-pyridylcarbonyl)](CH2)b, 
[CH(2-thienylcarbonyl)J(CH2)b.(CH(3-thienylcarbonyl)](CH2)b, 
fCH(2-thiazolylcarbonyI)](CH2)b. [CH(4-thiazolylcarbonyl)](CH2)b, 
and [CH(5-thiazolylcarbonyl)](CH2)b. ^herein b is an integer selected from 1 
through 3, with the provisos that said aroyl and said heteroaroyl are optionally 
substituted at from one through three of the ring carbons with a substituent 



378 



c-3201 



30 



selected from the group consisting of R^^, r'"^. R^^. and R^^ with the 
. „17 18 

proviso that R and R are optionally substituted at a carbon selected from 
other than the meta and para carbons relauve to the carbonyl of the benzoyl 
substituent and the heteroaroyl substituent, and that said benzoyl and said 
5 heteroaroyl substituent are bonded to the carbon directly bonded to amide 
nitrogen of the l-(amidocarbonymethylene) group; 

R and R are independently selected from the group consisting of 

hydrido, amidino, amino, aminomethyl. methoxy, methylamino. hydroxy, 
hydroxymethyl, fluoro, chloro. and cyano: 
17 18 

R andR are mdependently selected from the group consisting of 
hydrido, fluoro. chloro, hydroxy, hydroxymethyl, amino, carboxy. and cyano: 
q'' is C(NR^)Nr2^r2^; 
1,23 24 25 

K . R . and R are mdependenUy selected from the group 
consisting of hydrido and methyl. 

36. The compound as recited in Qaim 35 or a pharmaceutically acceptable salt 
thereof, wherein; 

B is selected from the group consisung of 3-aminophenyl, 3- 
amidinophenyl, 4-amidinophenyl, 3-chlorophenyl, 4-chlorophenyl, 3,4- 
dichlorophenyl, 2-fluorophenyl, 4-methylphenyl, phenyl. 2-imidazoyl. 3- 
pyridyl, 4-pyridyl, and 3-trifluoromethyI-2-pyridyI; 

B is optionally selected from the group consisting of hydrido,ethyl. 2- 
propenyl. 2-propynyI, propyl, isopropyl. butyl, 2-butyl, (R)-2-butyl,(S)-2- 
butyl, rm-butyl, isobutyl, 1-pentyl. 3-pentyl. 2-methylbutyl, 2.2,2- 
trifluoroethyl, 6-amidocarbonylhexyl. 4-methyl-2-pentyl, 3 -hydroxy propyl. 3- 
methoxy-2-propyl, 2-methoxy ethyl, 2-methyl-2-butyl. 3-methyl-2-butyl, 2- 
dimethylaminopropyl, 2-cyanoethyl, 6-hydroxyhexyI, 2-hydroxyethyl, 2- 
amidinoethyl, 2-guanidinoethyl. 3-guanidinopropyl, 4-guanidinobutyl, 3- 
hydroxypropyl, 4-hydroxybutyl, ^cyanohexyl, 2-dimethylaminoethyl,'3- 
methylbutyl, 2-methylbutyI, (S)-2-methylbutyl, 3-aminopropyl, 2-hexyl, and 
4-aminobutyl; 



15 



20 



25 



379 



C-32 01 



B is optiQiially selected from the group consisUDg of cyciopropyl, 
cydobutyl, cyclopeatyl, cyclohexyl, oxalan-2-yl, 2-{2R)^bicyclo[2^.1]- 
beptyl, U-diaxothioIan-3*yl« oxeta&-3-yl, azetidin-l-yl, azetidin-2-yl, 
azendiii-3-yi, andl-pipciidinyl; 
5 A is selected from the group consisting of a single covalent bond, 

CH2, CH2CH2 and CH2CH2CH2; 

is selected from the group consisting of hydride and chloro; 

R^ is selected from the group consisting of 3-aminophenyl, benzyl, 
2,6-dichlorophenyU 5-aixuno-2^thicnyl, 5-axnino-2-fluorophenyl, 3-amino-2- 

1 0 methylphenyU 5-amino-2-mcrbylti2iophenyI, 3-carboxyphonyl, 3-cynnopheny 1, 
3-chlorophenyl, 2-tiydioxylienyl, S-hydioxyphenyl, 3- 
TnethanesulfonylaminophenyL S-mettaoxycarbonylphcnyl, 3* 
dimetfaylaTninopheDyU 3-methylaixunopbenyl. 2-Tnethylphcnyl, 3- 
methylphenyl, phenyl, 3-pyridyl, 3-trifluoroacetaniidophenyl, 3-bromo-2- 

15 thienyl, 2-thienyl, and 3-tliicnyl ; 

is selected from the group consisting of 5-guanidino-l-oxo-l-<2- 
thiazolyl>-2-pentyl, 5-guanidino-l-oxo-l-(4-thiazolyl)-2..pentyL 5-guanidino- 
1 -0x0- 1 -(5-thiazolyl)-2-pentyl, 5>guanidin o- 1 -oxo- 1 -<^amino-2-thiazolyl>2- 
pcntyl, and 5-guanidino-l-oxo-l-phenyl-2-pentyL 

20 

37. A compound as recited in Claim 33 where said compound is selected from 
the group having the Fominlai 




O 



or a phamiaceutically acceptable salt thereof, wherein: 

is 3-^aminophenyl, B is phenyl, A is CH2, Y^^ is 5-guaiudino-l-oxa-l- 
(2-thiazolyl>.2-pentyl, and is chloro: 
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r2 is phenyl, B is phenyl, A is CHjCHj. Y ^^ is 5-guanidino-l-oxo-l-(2- 
thiazolyl)-2-pentyi, and is hydrido: 

r2 is benzyl. B is phenyl, A is CHjCHj. V^^is 5-ouanidino-I-oxo-l-(2- 
ihia2olyI)-2-pentyl, and R^ is hydrido; 
5 r2 is phenyl, B is phenyl, A is CH2CH2, V^^ is 5-guanidino-l-oxc^l-(2- 

thiazolyl)-2-pentyl, and R^ is chloro; 

r2 is benzyl, B is phenyl, A is CH2CH2, V^"^ is S-guanidino- 1 -0x0- ] -(2- 
thiazolyl)-2-pentyl, and R^ is chloro; 

r2 is phenyl, B is phenyl. A is CHjCHj. is 5-guanidino-l-oxo-l-(2- 
10 thiazolyl)-2-pentyl, and R^ is hydrido. 

38. A composition for inhibiting thrombotic conditions in blood comprisino a 
compound of any one of Claims 8, 1 6, 24. 32. and 37 and a phannaceuucally 
acceptable earner. 

15 

39. A composition for inhibiting thrombotic conditions in blood comprising a 
compound of any one of Claims 1 through 7. Claims 9 through 15. Claims^H 
through 23. Claims 25 through 31, and Qaims 33 through 36 and a 
phamiaceutically acceptable carrier. 

40. A method for inhibiting thrombotic conditions in blood comprising adding 
to blood a therapeutically effective amount of a composition of any one of 
Claims 38 and 39. 

25 41 . A method for inhibiting formation of blood platelet aggregates in blood 

comprising adding to blood a therapeutically effective amount of a composition 
of any one of Claims 38 and 39. 

42. A method for inhibiting thrombus formation in blood comprising addina to 
3 0 blood a therapeutically effective amount of a composition of any one of QaTms 
38 and 39. 
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43. A method for treating or preventing venuous thromboembolism and 
pulmonary embolism in a manunal comprising administering to the mammal a 
therapeutically effective amount of a composition of any one of Claims 38 and 
39. 

5 

44. A method for treating or preventing deep vein thrombosis in a mammal 
comprising administering to the mammal a therapeutically effective amount of a 
composition of of any one of Claims 38 and 39. 

10 45. A method for treating or preventing cardiogenic thromboembolism in a 
mammal comprising administering to the mammal a therapeutically effective 
amount of a composition of any one of Claims 38 and 39. 
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46. A method for treating or preventing thromboembolic stroke in humans and 
other mammals comprising administering to the mammal a therapeutically 
effective amount of a composition of any one of Claims 38 and 39. 

47. A method for treaung or preventing thrombosis associated with cancer and 
cancer chemotherapy in humans and other mammals comprising administering 
to the mammal a therapeutically effective amount of a composition of any one" 
of Claims 38 and 39. 

48. A method for treating or preventing unstable angina in humans and other 
mammals comprising administering to the mammal a therapeutically effective 
amount of a composition of any one of Claims 38 and 39. 



49. A method for inhibiting thrombus formation in blood comprising addino to 
blood a therapeutically effective amount of a compound of any one of QainL 1 
through 37 with a therapeutically effective amount of fibrinogen receptor 

30 antagonist 

50. The use of a compound of any one of Qaims 1 through 37, or a 
pharmaceutically acceptable salt thereof, in the manufacture of medicament for 
mhibiung thrombus formation, treadng thrombus formation, or preventing 

3 5 thrombus formation in a mammal. 
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